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Pyridine derivatives 

The invention relates to the use of 2-aryIalkenyl-, 2-heteroarylalkenyl-, 2-arylalkynyl-, 2- 
heteroarylalkynyl-, 2-arylazo- and 2-heteroarylazo-pyridines for modulating the activity of 
mGluRs and for treating mGluRS mediated diseases, to pharmaceutical compositions for 
use in such therapy, as well as to novel 2-aryialkenyl-, 2-heteroarylalkenyl-, 2-arylalkynyl-, 
2-heteroarylalkynyh 2-arylazo- and 2-heteroarylazo-pyridines. 

' y \\ ' * . , Wi- 
lt has been found that 2-arylalkenyl-, 2-heteroarylalkenyl-, 2-arylalkynyl-, 2- 
heteroarylalkynyl-, 2-arylazo- and 2-heteroarylazo-pyridines including the pharmaceutical^ 
acceptable salts (hereinafter agents of the invention) are useful as modulators of mGluRs. 
Modulation of mGluRs can be demonstrated in a variety of ways, inter alia, in binding 
assays and functional assays such as second messenger assays or measurement of 
changes in intracellular calcium concentrations. For example, measurement of the inositol 
phosphate turnover in recombinant cell lines expressing hmGluRSa showed, for selected 
agents of the invention, IC 50 values of about 1nM to about 50jiM. 

In particular, the agents of the invention have valuable pharmacological properties. For 
example, they exhibit a marked and selective modulating, especially antagonistic, action at 
human metabotropic glutamate receptors (mGluRs). This can be determined in vitro for 
example at recombinant human metabotropic glutamate receptors, especially PLC-coupled 
subtypes thereof such as mGluRS, using different procedures like, for example, 
measurement of the inhibition of the agonist induced elevation of intracellular Ca 2 * 
concentration in accordance with L. P. Daggett et al. Neuropharm. Vol. 34, pages 871-886 
(1995), P. J. Flor et al., J. Neurochem. Vol. 67, pages 58-63 (1996) or by determination to 
what extent the agonist induced elevation of the inositol phosphate turnover is inhibited as 
described by T. Knoepfel et al. Eur. J. Pharmacol. Vol. 288, pages 389-392 (1994), L P. 
Daggett et al., Neuropharm. Vol. 67, pages 58-63 (1996) references cited therein. Isolation 
and expression of human mGluR subtypes are described in US-Patent No. 5,521,297. 
Selected agents of the invention showed IC S0 values for the inhibition of the quisqualate- 
induced inositol phosphate turnover, measured in recombinant cells expressing hmGluRSa 
of about 1 nM to about 50jaM. 

Accordingly the invention relates to agents of the invention for use in the treatment of 
disorders associated with irregularities of the glutamatergic signal transmission, and of 
nervous system disorders mediated full or in part by mGluRS. 
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Disorders associated with irregularities of the glutamatergic signal transmission are for 
example epilepsy, cerebral ischemias, especially acute ischemias, ischemic diseases of the 
eye, muscle spasms such as local or general spasticity and, in particular, convulsions or 
pain. 

Nervous system disorders mediated full or in part by mGluRS are for example acute, 
traumatic and chronic degenerative processes of the nervous system, such as Parkinson's 
disease, senile dementia, Alzheimer's disease, Huntington's chorea, amyotrophic lateral 
sclerosis and multiple sclerosis, psychiatric diseases such as schizophrenia and anxiety, 
depression and pain. 

i 

The invention also' relates to the use of agents of the invention, in the treatment of disorders 
associated with irregularities of the glutamatergic signal transmission, and of nervous 
system disorders mediated full or in part by Group I mGluRs. 

Furthermore the invention relates to the use of agents of the invention for the manufacture 
of a pharmaceutical composition designed for the treatment of disorders associated with 
irregularities of the glutamatergic signal transmission, and of nervous system disorders 
mediated full or in part by Group I mGluRs. 

In a further aspect the invention relates to a method of treating disorders mediated full or in 
part by group I mGluRs (preferentially mGluP.5) which method comprises administering to a 
warm-blooded organism in need of such treatment a therapeutically effective amount of an 
agent of the invention. 

In still a further aspect, the invention relates to novel 2-arylalkenyl-, 2-heteroarylalkenyl-, 2- 
arylalkynyl-, 2-heteroarylalkynyl-, 2-arylazo- and 2-heteroarylazo-pyridines and their salts, 
and to a process for preparing them. 

Moreover the invention relates to a pharmaceutical composition comprising as 
pharmaceutical active ingredient, together with customary pharmaceutical excipients, a 
novel 2-arylalkenyl-, 2-heteroarylalkenyl-, 2-arylalkynyl-, 2-heteroarylalkynyl-, 2-arylazo- or 
2-heteroarylazo-pyridine or a pharmaceuticaliy acceptable salt thereof. 
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Agents of the invention are for example compounds of formula I 

R 3 V ,R 4 

rhT~V- x - r 5 0). 

wherein 

Ri denotes hydrogen, lower alkyl, hydroxy-lower alky I lower alkyl-amino, piperidino, 
carboxy, esterified carboxy, amidated carboxy, unsubstituted or lower alkyl-, lower alkoxy-, 
halo- and/or trifluoromethyl-substituted N-lower-alkyl-N-phenylcarbamoyl, lower alkoxy, 
halo-lower alkyl or halo-lower alkoxy, 

R 2 denotes hydrogen, lower alkyl, carboxy, esterified carboxy, amidated carboxy, hydroxy- 
lower alkyl, hydroxy, lower alkoxy or lower alkanoyloxy, 4-(4-f luoro-benzoyl)-piperidin-1 -yl- 
carboxy, 4-t.-butyloxycarbonyl-piperazin-1 -yl-carboxy, 4-(4-azido-2-hydroxybenzoyl)- 
piperazin-1 -yl-carboxy or 4-(4-azido-2-hydroxy-3-iodo-benzoyl)-piperazin-1 -yl-carboxy, 
R 3 represents hydrogen, lower alkyl, carboxy, lower alkoxy-carbonyl, lower alkyl-carbamoyl, 
hydroxy- lower alkyl, di- lower alkyl- aminomethyl, morpholinocarbonyl or 4-(4-fluoro- 
benzoyl)-piperidin-1 -yl-carboxy, 

R 4 represents hydrogen, lower alkyl, hydroxy, hydroxy-lower alkyl, amino-lower alkyl, lower 
alkylamino-lower alkyl, di-lower alkylamino-lower alkyl, unsubstituted or hydroxy-substituted 
lower alkyleneamino-lower alkyl, lower alkoxy, lower alkanoyloxy, amino-lower alkoxy, lower 
alkylamino-lower alkoxy, di-lower alkylamino-lower alkoxy, phthalimido-lower alkoxy, 
unsubstituted or hydroxy- or 2-oxo-imidazolidin-1-yl-substituted lower alkyleneamino-lower 
alkoxy, carboxy, esterified or amidated carboxy, carboxy-lower-alkoxy or esterified carboxy- 
lower-alkoxy, 

X represents an optionally halo-substituted lower alkenylene or alkynylene group bonded 
via vicinal unsaturated carbon atoms or an azo (-N=N-) group, and 
R 5 denotes an aromatic or heteroaromatic group which is unsubstituted or substituted by 
one or more substituents selected from lower alkyl, halo, halo-lower alkyl, halo-lower alkoxy, 
lower alkenyl, lower alkynyl, unsubstituted or lower alkyl-, lower alkoxy-, halo- and/or 
trifluoromethyl-substituted phenyl, unsubstituted or lower alkyl-, lower alkoxy-, halo- and/or 
trifluoromethyl-substituted phenyl-lower alkynyl, hydroxy, hydroxy-lower alkyl, lower 
alkanoyloxy-lower alkyl, lower alkoxy, lower alkenyloxy, lower alkylenedioxy, lower 
alkanoyloxy, amino-, lower alkylamino-, lower alkanoylamino- or N-lower alkyl-N-lower 
alkanoylamino-lower alkoxy, unsubstituted or lower alkyl- lower alkoxy-, halo- and/or 
trifluoromethyl-substituted phenoxy, unsubstituted or lower alkyl- lower alkoxy-, halo- and/or 
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trifluoromethyl-substituted phenyl-low r alkoxy, acyl, carboxy, esterified carboxy, amidated 
carboxy, cyano, carboxy-lower alkylamino r esterified carboxy-lower alkylamino, amidated 
carboxy-lower alkylamino, phosphono-lower alkylamino, esterified phosphono-lower 
alkylamino, nitro, amino, lower alkylamino, di-lower alkylamino, acylamino, N-acyl-N-lower 
alkylamino, phenylamino, phenyl-lower alkylamino, cycloalkyl-lower alkylamino or 
heteroaryl-lower alkylamino each of which may be unsubstituted or lower alkyl- lower 
alkoxy-, halo- and/or trifluoromethyl-substituted, 

customary photoaffinity ligands and customary radioactive markers, inclusive of their N- 
oxides and their pharmaceutical^ acceptable salts. 

Compounds of formula I having basic groups may form acid addition salts, and compounds 
of the formula I having acidic groups may form salts with bases. Compounds of formula I 
having basic groups and in addition having at least one acidic group, may also form internal 
salts. 

Also included are both total and partial salts, that is to say salts with 1 , 2 or 3, preferably 2, 
equivalents of base per mole of acid of formula I, or salts with 1 , 2 or 3 equivalents, 
preferably 1 equivalent, of acid per mole of base of formula I. 

For the purposes of isolation or purification it is also possible to use pharmaceutical^ 
unacceptable salts. Only the pharmaceutical^ acceptable, non-toxic salts are used 
therapeutically and they are therefore preferred. 

Halo in the present description denotes fluorine, chlorine, bromine or iodine. 
When X represents an alkenylene group, configuration trans is preferred. 
Preferred compounds of formula I are those wherein 

X represents an optionally halo-substituted (C 2 . 4 )alkenylene or alkynylene group bonded 

via vicinal unsaturated carbon atoms, 
R 1 is hydrogen, (C M ) alkyl, (d. 4 )alkoxy, hydroxy(C 1 . 4 )alkyl, cyano, ethynyl, carboxy, 

(Ci. 4 )alkoxycarbonyl, dKd-^alkylamino, (Ci^)alkylaminocarbonyl, 

trifluoromethylphenylaminocarbonyl, 
R 2 is hydrogen, hydroxy, (d- 4 ) alkyl, hydroxy (C^) alkyl, (d. 4 ) alkoxy, carboxy, 

(C^alkanoyloxy, (d. 4 ) alkoxycarbonyl, di(C,^)alkylamino(C 1 . 4 )alkanoyl, 
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di(C,. 4 )alkylaminomethyl, 4-(4-fluoro-benzoyl)-piperidin-1-yl-carboxy, 4-t.- 
butyloxycarbonyl-piperazin-1 -yl-carboxy, 4-(4-azido-2-hydroxybenzoyl)-pipera2in-1 -yl- 
carboxy or 4-(4-azido-2-hydroxy-3-iodo-benzoyl)-piperazin-1 -yl-carboxy, 

R 3 is hydrogen, (C,. 4 ) alkyl, carboxy, (d^alkoxycarbonyl, (d^alkylcarbamoyl, 
hydroxy(d-4)alkyl, di(C,. 4 )alky!aminomethyl, morpholinocarbonyl or 4-(4-fluoro- 
benzoyl)-piperidin-1 -yl-carboxy, 

R< is hydrogen, hydroxy, (C,. 4 )alkoxy, carboxy, (C 2 . s )alkanoyloxy, (d- 4 )alkoxycarbonyl, 
amino(Cv 4 )alkoxy, di(d- 4 )alkylamino(d-4)alkoxy, di(du)alkylamino(d^)alkyl, carboxy 
(d. 4 )alkylcarbonyl, (d^)a!koxycarbonyl(d. 4 )alkoxy, hydroxy(d. 4 )alkyl, 
di(d- 4 )alkylamino(d- 4 )alkoxy, m-hydroxy-p-azidophenylcarbonylamino(Ci^)alkoxy, 
and 

R 5 is a group of formula 




wherein 

R a and R b independently are hydrogen, hydroxy, halogen, nitro, cyano, carboxy, 
(Ci. 4 )alkyl, (d. 4 )alkoxy, hydroxy(d. 4 )alkyl, (C^)alkoxycarbonyl, (C 27 )alkanoyl, 
(C 2 . 5 )alkanoyloxy, (Cz.sJalkanoyloxy^^Jalkyl, trifluoromethyl, trifluoromethoxy, 
trimethylsilylethynyl, (C 2 .5)alkynyl, amino, azido, amino (Ci. 4 )alkoxy, 
(C 2 -s)alkanoylamino(C M )alkoxy, (C,. 4 )alkylamino(d. 4 )alkoxy, dKd-^alkylamino 
(d. 4 )alkoxy, (Ci. 4 )alkylamino, di(d. 4 )alkylamino, monohalobenzylamino, 
thienylmethylamino, thienylcarbonylamino, trifluoromethylphenylaminocarbonyl, 
tetrazolyl, (C 2 . 5 )alkanoylamino, benzylcarbonylamino, (Ci. 4 )alkylaminocarbonylamino, 
(d^)alkoxycarbonyl-aminocarbonylamino or (d-^alkylsulfonyl, 
Rc is hydrogen, fluorine, chlorine, bromine, hydroxy, (d. 4 )alkyl, (C 2 . 5 )alkanoyloxy, 
(d-^alkoxy or cyano, and 
R d is hydrogen, halogen or (d. 4 )alkyl. 
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More preferred compounds of formula I are those wherein X is as defined above and 

Rt is hydrogen, (d.4) alkyl, (C^alkoxy, cyano, ethynyl or dKd-^alkylamino, 
R 2 is hydrogen, hydroxy, carboxy, (C^) alkoxycarbonyl, di(d^)alkylaminomethyl, 
4-(4-fluoro-benzoyl)-piperidin-1 -yl-carboxy, 4-t.-buty!oxycarbonyl-piperazin-1 -yl- 
carboxy, 4-(4-azido-2-hydroxybenzoyl)-piperazin-1-yl-carboxy or 4-(4-azido-2-hydroxy- 
3-iodo-benzoyl)-piperazin-1-yl-carboxy, 
R 3 is as defined above, 

R 4 is hydrogen, hydroxy, carboxy, (Cz^alkanoyioxy, (d^alkoxycarbonyl, amino 
(Ci^alkoxy, di(d-4)alky!amino(d-4)alkoxy, di(d.4)alky!amino(d-4)alkyl or 
hydroxy(Ci. 4 )alkyl, and ' 

R 5 is a group of formula 



wherein 

R a and R b independently are hydrogen, halogen, nitro, cyano, 

(d^alkyl, (d.^alkoxy, trifluoromethyl, trifluoromethoxy or (C 2 . 5 )alkynyl, and 

Rcand R d are as defined above. 

The agents of the invention include, for example, the compounds described in the examples 
hereinafter. 

The usefulness of the agents of the invention in the treatment of the above-mentioned 
disorders could be confirmed in a range of standard tests including those indicated below: 

At doses of about 1 0 to 1 00 mg/kg i.p. or p.o. with pretreatment times of 1 5 min. to 8 hours, 
the agents of the invention show anticonvulsive activity in the electroshock induced 
convulsion model [cf. E.A. Swinyard, J. Pharm. Assoc. Scient. Ed. 38, 201 (1949) and J. 
Pharmacol. Exptt. Therap. 106, 319 (1952)]. 

At doses of about 4 to about 40 mg/kg p.o., the agents of the invention show reversal of 
Freund complete adjuvant (FCA) induced hyperalgesia [cf . J. Donnerer et al., Neuroscience 
49, 693-698 (1992) and C.J. Woolf, Neuroscience 62, 327-331 (1994)]. 
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For all the above mentioned indications, the appropriate dosage will of course vary 
depending upon, for example, the compound employed, the host, the mode cf 
administration and the nature and severity of the condition being treated. However, in 
general, satisfactory results in animals are indicated to be obtained at a daily dosage of 
from about 0.5 to about 1 00 mg/kg animal body weight. In larger mammals, for example 
humans, an indicated daily dosage is in the range from about 5 to 1500 mg, preferably 
about 10 to about 1000 mg of the compound conveniently administered in divided doses up 
to% times a day or in sustained release form. 

Preferred compounds for the above mentioned indications include (3-{2-[2-trans-(3,5- 
dichlorophenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)-dimethylamine (A), 2-methyl-6-styryl- 
pyridine (B), 2-(3-fluoro-phenylethynyl)-6-methyl-pyridine (C) and 2-(4-ethoxy-3- 
trifluoromethyl-phenylethynyl)-6-methyl-pyridine (D). It has for example been determined 
that in the above-mentioned electroshock induced convulsion model, compounds A and B 
show anticonvulsive activity with ED50S of 30 and 35 mg/kg i.p. respectively (pretreatment 
times: 4 hours and 15 min. respectively) and that in the above-mentioned FCA induced 
hyperalgesia model, compounds C and D show reversal of the hyperalgesia with ED50S of 
4.2 and 19 mg/kg p.o. respectively (post-treatment time: 3 hours). 

As indicated above, the agents of the invention include novel 2-arylalkenyh 2- 
heteroarylalkenyl-, 2-arylalkynyl-, 2-heteroarylalkynyl-, 2-arylazo- and 2-heteroarylazo- 
pyridines and their salts, hereinafter referred to as "compounds of the invention". 

Compounds of the invention include compounds of formula I as defined above, and their 
salts, wherein X and Ri to R s are as defined above, provided that when R 3 is hydrogen, 
a) in compounds of the formula I in which R 1f R 2 and R 4 are hydrogen, R 5 is different from 
phenyl, monohalophenyl, 2,4- and 3,4-dichlorophenyl, 3- and 4-trifiuoromethylphenyl, 
methylphenyl, 3,4- and 2,5-dimethylphenyl, 4-isopropylphenyl, 3,5-di-tert.-butylphenyl, 
methoxyphenyl, 3,4-dimethoxyphenyl, 2,4,5- and 3,4,5-trimethoxyphenyl, hydroxyphenyl, 
3,5-dihydroxyphenyl, 4-hydroxy-3,5-dimethyl-phenyl, 3-hydroxy-4-methoxy- and 4-hydroxy- 
3-methoxy-phenyl, 4-hydroxy-(3-methyl-5-tert.-butyl-, 2- and 4-acetylaminophenyl, 3,5- 
diisopropyl- and 3,5-di-tert.-butyl)phenyl, 4-carboxy- and 4-ethoxycarbonylphenyl, 4- 
cyanophenyl, 3-methoxycarbonylphenyl, 3-carboxy-5-methoxy-phenyl, 2-pyridinyl, 5-chloro- 
2-pyridinyl and 6-methyl-2-pyridinyl when X denotes ethenylene, or R 5 is different from 
phenyl, 4-methylphenyl, 4-methoxyphenyl, 4-bromophenyl and 2- and 4-chlorophenyl when 
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X denotes 1 ,2-propylene attached to R 5 in 2-position, or R 5 is different from phenyl, 2- and 
4-chlorophenyl and 3-methoxyphenyl when X denotes 1 ,2-propylene attached to R 5 in 1- 
position, or R 5 is different from 4-methoxyphenyl when X denotes 2,3-but-2-enylene or 1 ,2- 
but-1 -enylene attached to R 5 in 2-position, or R 5 is different from 4-methoxyphenyl and 4- 
isopropyphenyl when X denotes 2,3-pent-2-enylene attached to R 5 in 3-position, or R 5 is 
different from phenyl, 4-methylphenyl, methoxyphenyl and 4-hydroxyphenyl when X 
denotes 3,4-hex-3-enylene; 

b) in compounds of the formula I in which R^ is methyl and R 2 and R 4 are hydrogen, R 5 is 
different from phenyl, 3-methylphenyl, 2-methoxyphenyl, 2-chlorophenyl, 4-cyanophenyl, , 
2-pyridinyl and 6-methyl-2-pyridinyl when X denotes ethenylene; 

c) in compounds of the formula I in which R^ and R 2 are hydrogen and R 4 is carboxy, R 5 is 
different from phenyl, 3-methylphenyl, 4-methoxyphenyl and 4-bromophenyl when X 
denotes ethenylene; 

d) in compounds of the formula I in which R^ and R 2 are hydrogen and R4 is methyl, R 5 is 
different from phenyl, 3-methoxy-, 4-methoxy- and 3,4-dimethoxyphenyl, 2-chloro- and 2,4- 
dichlorophenyl and 6-methyl-pyrid-2yl when X denotes ethenylene or R 5 is different from 
phenyl when X is 1 ,2-prop-1-enylene attached to R 5 in 2-position; 

e) in compounds of the formula I wherein R^ and R 2 are hydrogen and R 4 is 2-dimethyl- 
aminoethoxycarbonyl or 3-dimethylaminopropyloxycarbonyl, R 5 is different from 4-methoxy- 
phenyl when X denotes ethenylene; 

f) in compounds of the formula I in which R, and R 2 are hydrogen and R 4 is 2-dimethoxy- 
ethoxy, R 5 is different from phenyl, 4-methylphenyl and 4-methoxycarbonylphenyl when X 
denotes ethenylene; 

g) R 5 is different from phenyl when R, and R 2 are hydrogen and R 4 is hydroxy or ethoxy- 
carbonyl, or when R^ and R 2 are hydrogen and R 4 is hydroxy, or when R 1 is methyl, R 2 is 
hydrogen and R 4 is methoxy, or R 1 is but-1-enyl, R 2 is hydrogen and R 4 is hydrogen, or R 1 
is hydrogen and R 4 is 2-dimethoxyethoxy, and X is, in each case, ethenylene, 

and provided that, when R 3 is hydrogen and X is ethynyiene, 

a') R 5 is different from phenyl, 2- and 4-nitrophenyl, 4-aminophenyl, 4-chlorophenyl t 4- 
methylphenyl, 4-methoxyphenyl, 4-ethoxycarbonylphenyl, 5-formyl-2-methoxy-phenyl f 5- 
carboxy-2-methyo-phenyl and pyridyl when R 1f R 2 and R 4 are hydrogen; 
b') in compounds of the formula I in which R 2 and R 4 are hydrogen, R 5 is different from 
phenyl, 3-methylphenyl. 6-methylpyridin-2-yi and 2-methoxyphenyl when R, is methyl, 
R 5 is different form 6-bromopyridin-2-yl when R, is bromo, and R 5 is different form 6- 
hexyloxypyridin-2-yl when R, denotes hexyloxy; 
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c') in compounds of the formula I wherein Rt and R 4 are hydrogen, R 5 is different from 
phenyl, 4-aminophenyl and 4-propylphenyl when R 2 is methyl, R 5 is different from phenyl, 4- 
cyanophenyl and 4-pentylphenyl when R 2 is ethyl, R 5 is different form 3-cyano-4-ethoxy- 
phenyland 3-bromo-4-methoxy-phenyl when R 2 is butyl, R 5 is different from 4-methoxy- 
phenyl and 4 butyloxyphenyl when R 2 is pentyl, R 5 is different form 4-ter.-butylphenyl, 3- 
tert.-butyl-4-hydroxy-phenyl, 4-tert.-buty!-3-hydroxy-phenyl,and 4-hexyloxyphenyl when R 2 is 
carboxy, R 5 is different from phenyl when R 2 is methbxycarbonyl or methylcarbamoyl, R 4 is 
different form 3-tert.-butylphenyl, 3-tert.-butyl-4-hydroxy-phenyl and 4-(4- 
methylpentyl)phenyl when R 2 is ethoxycarbonyl, and R s is different from 4-pentyloxyphenyl 
when R 2 is 2-methylbutyloxycarbonyi; 

d') in compounds of the formula I wherein Ri and R 2 are hydrogen, R 5 is different from 
phenyl when R 4 is hydroxy, methyl, ethyl, carboxy, methoxycarbonyl 1 or carbamoyl. 

Preferred compounds of the invention are as indicated above for the agents of the 
invention. 

The compounds of the invention can be prepared in analogy to the synthesis of known 
compounds of formula I. 

Thus the compounds of the invention which are of formula I can be prepared for example 
by a process which comprises 

a) reacting a compound of the formula II 

T X , (||) 



R^N^Y, 



with a compound of the formula Y 2 — R 5 (HI), in which either one of and Y 2 denotes 
lower alkanoyl and the other one represents lower alkyl or triaryiphosphoranylidenemethyl, 
or one of Yi and Y 2 denotes a reactive esterified hydroxy group and the other one 
represents a group Y 3 — X- in which Y 3 is hydrogen or a metallic group, and Ri, R 2 , R3, R4 
and R 5 have the meanings indicated hereinbefore and functional groups R lf R 2 , R 3 and R 4 
as well as functional substituents of R 5 may be temporarily protected, or 



b) eliminating H — Y 4 from a compound of the formula IV 
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R^N'St* 5 (IV). 
Y 4 

in which Y 4 denotes an electrofugal group and R 2 , R 3 , FU, X and R 5 have the meanings 
indicated hereinbefore and functional groups R 1( R 2 , R 3 and R 4 as well as functional 
substituents of R 5 may temporarily be protected, removing any temporary protecting groups 

, MM 

and, if desired, converting a compound of formula I obtainable by the above-defined 
processes into a different compound of formula I, resolving a mixture of isomers that may 
be obtained into the individual isomers and/or converting a compound of formula I having at 
least one salt-forming group obtainable by the above-defined processes into a salt, or 
converting a salt obtainable by the above-defined processes into the corresponding free 
compound or into a different salt. 

A lower alkanoyl Y 2 or, more preferably, group is, for example, a C r C 3 alkanoyl group, 
such as formyl, acetyl or propionyl, especially formyl. A lower alkyl group Y, or, more 
preferably, Y 2 is, for example, a C r C 3 alkyl group, such as methyl, ethyl or propyl, especially 
methyl. Triarylphosphoranylidenemethyl Y 2 or, more preferably, Y, is, for example, 
triphenylphosphoranylidenemethyl. 

When one of Y, and Y 2 denotes a reactive esterified hydroxy group and the other one 
represents a group of the formula Y3-X- in which Y 3 denotes hydrogen, the condensation is 
preferably performed according to the Heck coupling method, for example, in the presence 
of copper or of a copper catalyst or of a noble metal/phosphine catalyst, such as Palladium 
or a Pdll salt in the presence of triaryl phosphine, for example, Palladium acetate, and of 
triphenylphosphine, or in the presence of bis-triphenylphosphine-palladium dichloride, 
preferably in the presence of a tri-lower alkyl amine, for example, trimethylamine, 
advantageously in the presence of Cu'-I, in a polar organic solvent such as N,N-di-lower 
alkyl-alkanoic acid amide, for example, dimethylformamide, a di-lower alkyl sulfoxide, for 
example, dimethylsulfoxide, or dioxan, at temperatures from appropriately 15° C to 
appropriately 120° C, preferably at the boil. 

When one of and Y 2 denotes a reactive esterified hydroxy group and the other one 
represents a group of the formula Yr-X- in which Y 3 denotes a metallic group such as a 
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halo-magnesium group, the reaction is preferably performed according to Grignard method, 
wherein the metallic intermediate is preferably formed in situ. 

When one of Y, and Y 2 denotes lower alkanoyl and the other one represents lower alkyl, 
the intermolecular condensation of compounds of the formulae li and III is preferably 
performed according to the Shaw and Wagstaff method or one of its many modifications. 

When one of Y^ and Y 2 denotes lower alkanoyl and the other one represents 
triarylphosphoranyiidenemethyl , the condensation is preferably performed according to the 
well known Wittig olefin-building method, preferably by forming the phosphoranylidene 
component from a corresponding triarylphosphonium halide in situ, for example, by reacting 
the latter with a metal base, such as an alkalimetal hydride, such as'sodium hydride, or with 
a metal-organic base, such as a lower alkyl metal compound, such as butyllithium, or with 
an alkali metal alkanoiate, for example, potassium tertiary butoxide, preferably in an inert 
organic solvent, such as an aromatic or arylaliphatic hydrocarbon, for example, benzene or 
toluene, at appropriately -10° C to appropriately 39° C, preferably first at 0° to 10° C and 
then at ambient temperature. 

Electrofugal groups Y 4 are, for example, esterified hydroxy groups, such as hydroxy groups 
esterified with an organic acid, for example, lower alkanoyloxy or hydroxy groups esterified 
with an anorganic acid, for example, halo groups, or tertiary amino groups, such as tri-lower 
alkylamino groups, for example, trimethylamino, or lower-alkyleneamino, lower 
azaalkyleneamino, lower-oxyalkyleneamino or lower thiaalkyleneamino groups, such as 
pyrrolidino, piperidino, morpholino or thiomorpholino, or corresponding quaternary 
ammonium groups. 

The protection of functional groups by such protecting groups, the protecting groups 
themselves and the reactions for their removal are described, for example, in standard 
works. 

The elimination of H — Y 4 from compounds of formula IV can be performed in a customary 
manner. Thus, water or lower alkanoic acids may be eliminated by means of azeotropic 
distillation, for example, in toluene, advantageously under mild-acidic conditions. Hydrogen 
halides may be removed under basic conditions such as reaction with an alkalimetal 
alkanoiate, preferably in the corresponding lower alkanol as a solvent or co-solvent, or by 
heating in the presence of a tertiary amine, such as a tri-lower alkylamine. 
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The starting materials for the above described reactions are generally known. Novel starting 
materials can be obtained in manner analogous to the methods for the preparation of 
known starting materials. 

Compounds of formula I obtainable in accordance with the process can be converted into 
different compounds of formula I in customary manner, for example a free carboxy group 
may be esterified or amidated, an esterified or amidated carboxy group may be converted 
into a free carboxy group, an esterified carboxy group can be converted into an 
unsubstituted or substituted carbamoyl group, a free amino group can be acylated or 
alkylated, and a free hydroxy can be acylated. 

Also, compounds of the formula I can be oxidized by customary methods such as reaction 
with an organic peroxy acid, yielding the corresponding pyridine-N-oxide derivatives. 

Salts of compounds of formula I can also be converted in a manner known perse into the 
free compounds, for example by treatment with a base or with an acid. 

Resulting salts can be converted into different salts in a manner known perse. 

The compounds of formula I, including their salts, may also be obtained in the form of 
hydrates or may include the solvent used for crystallization. 

As a result of the close relationship between the novel compounds in free form and in the 
form of their salts, hereinbefore and hereinafter any reference to the free compounds and 
their salts is to be understood as including the free compounds, as well as the 
corresponding salts. 

In a compound of formula I the configuration at individual chirality centers can be selectively 
reversed. For example, the configuration of asymmetric carbon atoms that carry nucleophilic 
substituents, such as amino or hydroxy, can be reversed by second order nucleophilic 
substitution, optionally after conversion of the bonded nucleophilic substituent into a 
suitable nucleofugal leaving group and reaction with a reagent introducing the original 
substituent, or the configuration at carbon atoms having hydroxy groups can be reversed by 
oxidation and reduction, analogously to European Patent Application EP-A-0 236 734. 
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The invention relates also to pharmaceutical compositions comprising compounds of 
formula I. 

The pharmacologically acceptable compounds of the present invention may be used, for 
example, in the preparation of pharmaceutical compositions that comprise an effective 
amount of the active ingredient together or in a mixture with a significant amount of 
inorganic or organic, solid or liquid, pharmaceutical^ acceptable carriers. 

The pharmaceutical compositions according to the invention are compositions for enteral, 
such as nasal, rectal or oral, or parenteral, such as intramuscular or intravenous, 
administration to warm-blooded animals (human beings and animals) that comprise an 
effective dose of the pharmacological active ingredient alone or together with a significant 
amount of a pharmaceutical^ acceptable carrier. The dose of the active ingredient depends 
on the species of warm-blooded animal, body weight, age and individual condition, 
individual pharmacokinetic data, the disease to be treated and the mode of administration. 

The pharmaceutical compositions comprise from approximately 1% to approximately 95%, 
preferably from approximately 20% to approximately 90%, active ingredient. Pharmaceutical 
compositions according to the invention may be, for example, in unit dose form, such as in 
the form of ampoules, vials, suppositories, dragees, tablets or capsules. 

The pharmaceutical compositions of the present invention are prepared in a manner known 
perse, for example by means of conventional dissolving, lyophilizing, mixing, granulating or 
confectioning processes. 

The doses to be administered to warm-blooded animals, for example human beings, of, for 
example, approximately 70 kg body weight, especially the doses effective in disorders 
caused by or associated with irregularities of the glutamatergic signal transmission, are from 
approximately 3 mg to approximately 3 g, preferably from approximately 1 0 mg to 
approximately 1 g, for example approximately from 20 mg to 500 mg, per person per day, 
divided preferably into 1 to 4 single doses which may, for example, be of the same size. 
Usually, children receive about half of the adult dose. The dose necessary for each 
individual can be monitored, for example by measuring the serum concentration of the 
active ingredient, and adjusted to an optimum level. 
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The following non-limiting Examples serve to illustrate the invention; temperatures are given 
in degrees Celsius, pressures in mbar. 

EXAMPLE 1 
3-[2-(6-Methylpyridin-2-yl)-vinyl]-benzonitrile 

A solution of 2,6-dimethyl pyridine (4.2ml, 36.28 mMbl), 3-cyanobenzaldehyde (4.95g, 37.74 
mMol) in acetic anhydride (6.85 ml) is heated under reflux for 16 hours. The acetic 
anhydride is then evaporated in vacuo and the residue purified on column chromatography 
(silica gel 400g). The column is first eluted with toluene (400 ml) and then with toluene/ethyl 
acetate 95:5. The fractions containing the desired compound are combined, evaporated in 
vacuo. The solid residue is recrystallized from methylene chloride/hexane and 3.18 g of 
white crystals are isolated, (melting point: 91-92 c ). 

EXAMPLE 2: 
2-[2-(6-Methyl-pyridin-2-yl)-vinyl]-benzonitrile 

A solution of 2,6-dimethyl pyridine (5.8 ml, 50 mMol), 2-cyanobenzaldehyde (6.81 g, 52 
mMol) in acetic anhydride (9.5 ml) is heated under reflux for 16 hours. The acetic anhydride 
is then evaporated in vacuo and the residue purified on column chromatography (silica gel 
400g). The column is first eluted with toluene (400 ml) and then with toluene/ethyl acetate 
95:5. The fractions containing the desired compound are combined, evaporated in vacuo. 
The solid residue is recrystallized from methylene chloride/diisopropyl ether and white 
crystals are isolated, (melting point: 1 1 3-1 1 4°). 

EXAMPLE 3 
2-Methyl-6-[2-(pyridin-4-yl)-vinyl]-pyridine 

A solution of 2,6-dimethyl pyridine (5.8 ml, 50 mMol), pyridine-4-carbaldehyde (4.9 ml, 52 
mMol) in acetic anhydride (9.5 ml) is heated under reflux for 16 hours. The acetic anhydride 
is then evaporated in vacuo and the residue purified on column chromatography (silica gel 
900g). The column is first eluted with toluene/acetone 4:1 (5 L) f then with toluene/acetone 
3:1 (5 L) and finally with toluene/acetone 2:1 (15 L). The fractions containing the desired 
compound are combined, evaporated in vacuo. The solid residue is recrystallized from 
methylene chloride/diisopropyl ether and 0.956 g of white crystals are isolated, (melting 
point: 72-73°C). 
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EXAMPLE 4 
2-Methyl-6-[2-(pyridin-3-yl)-vinyl]-pyridine 

A solution of 2,6-dimethyl pyridine (5.8 ml, 50 mMol), pyridine-3-carbaldehyde (4.9 ml, 52 
mMol) in acetic anhydride (9.5 ml) is heated under reflux for 10 hours. The acetic anhydride 
is then evaporated in vacuo and the residue purified on column chromatography anhydride 
is then evaporated in vacuo and the residue purified on column chromatography (silica gel 
900g). The column is first eluted with toluene/acetone 9:1 (7 L), then with toluene/acetone 
4:1 (5 L) and finally with toluene/acetone 2:1 (5 L). The fractions containing the desired 
compound are combined, evaporated in vacuo. The solid residue is recrystallized from 
methylene chloride/diisopropyl ether and 4.28 g of a colorless oil which solidify upon 
standing at 6-8°C.- 

EXAMPLE 5 ' 
2-[2-(3-Bromophenyl)ethynyl]-6-methyl-pyridine 

1.2 g (2.8 mMol) of 2-[1 ,2-dibromo-2-(3-bromophenyl)-ethyl]-6-methyl-pyridine are dissolved 
in 10 ml of ethanol. 0.9 g (16.1 mMol) of potassium hydroxide (powder) are added, and the 
resulting suspension is heated under reflux for 4 hours. The suspension is then cooled to 
room temperature, poured into 100 ml of brine and extracted thrice with 30 ml each of t- 
butyl methyl ether. The combined organic phases are washed with 30 ml of brine, dried over 
Sodium sulfate, filtrated and evaporated in vacuo. 0.720 g of the title compound are 
obtained as a colorless oil crystallizing on standing; melting point 60-61°. 

The starting material can be obtained as follows: 
a\ p-p.ra-BromoDhenvn-vinvn-6-methvl-Dvridine 

A solution of 24 ml (200 mMol) of 2,6-dimethyl pyridine and 25.6 ml (207 mMol) of 3- 
bromobenzaldehyde in 38 ml of acetic anhydride is heated under reflux for 7.5 hours. The 
acetic anhydride is then evaporated in vacuo, and the residue is dissolved in 500 ml of 4N 
hydrochloric acid and twice extracted with 200 ml each of hexane. The water phase is then 
extracted four times with 300 ml each of tert.-butyl methyl ether. The combined organic 
phases are washed twice with 300 ml each of a saturated solution of NaHC0 3 in water, then 
once with 300 ml of brine (300 ml), dried over sodium sulfate, filtrated and evaporated in 
vacuo yielding 4.2 g of the title compound as colorless crystals of melting point 58-59°. 
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b\ 2-H .2-dibromo-2-f3-bromophenvh-e thvl1-6-methvl-Dvridine 

1 g (3.6 mMol) of 2-(3-Bromo-phenylethynyl)-6-methyl-pyridine are dissolved in 5 ml of 
carbon tetrachloride, and the solution is heated to 55-60°. A solution of 0.23 ml (4.4 mMol) 
of bromine Br 2 in 1 ml of carbon tetrachloride is added dropwise. The reaction mixture is 
maintained at 55-60° for 30 minutes and then cooled to room temperature. The resulting 
precipitate is collected by filtration and dried in vacuo. 1 .3 g of the title compound in form of 
yellow crystals of melting point 1 64-1 66are isolated. 

EXAMPLE 6 
3-[2-(6-Methylpyridin-2-yl)ethynyl]-benzonitrile 

A mixture of 1 g (8.54 mMol) 2-ethynyl-6-methyl-pyridine (prepared in analogy to D. E. 
Ames et al., Synthesis, 1981 , p. 364-5), 2.3 g (12.8 mMol) 3-bromo-benzonitriie, 0.47 g (0.7 
mMol ) bis-(triphenylphosphine)-palladium-ll-chloride, 80 mg (0.41 mMol) cuprous iodide 
and 1.53 ml (15 mMol) triethylamine in 10 ml dimethylformamide is stirred for 3 hours at 90° 
C. The reaction mixture is cooled to ambient temperature, poured into water and extracted 
with dichloromethane. The organic layer is dried over sodium sulfate, filtered, evaporated to 
dryness and the residue is purified by chromatography on silica gel with hexane/ethyl 
acetate (4:1) as eluant. Crystallization from hexane of the obtained product affords 0.53 g 
(28.4 %) of the title compound as brown crystals, melting point 120-3° C. 

EXAMPLE 7 

In analogous manner to Example 1 (when X is alkenylene) or Example 5 (when X is 
alkynylene), the following compounds of formula I can be prepared: 



Compound of formula I 


Melting point (°C) 


2-StYryl-pyridin-3-ol 


249-252 


2-MethvI-6-f2-(3-nitro-DhenvD-vinvll-Pvridine 


100-101 


2-r2-(2-Chloro-phenyl)-vinyl]-pyjidine___ ; 


colorless oil 


2-Methyl-6-stvrvl-pyridine 


40-42 


Acetic acid 6'f2-(2-chioro-Dhenyl)-vinyll-pyridin-3-vl ester 


75-77 


6-[2-(2-Chloro-phenvl)-vinvl1-pyridin-3-ol 


168-171 


Acetic acid 2-f2-(2-chloro-Dhenyl)-vinvll-pyridin-3-yl ester 


99-102 
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2-[2-(2-Chloro-phenyl)-vinvlVPVridin-3-o! 


232-234 


6-Methvl-2-stvryl-pyridin-3-ol 


261 dec 


Acetic acid 2-f2-(2-chloro-pheny!)-vinvll-6-methyl-pyridin-3-vl ester 


92-94 


2-f2-(2-Chloro-Dheny!)-vinyll-6-methvl-pvridin-3-o! 


232-234 


(Z)-6-Methvl-2-styryl-pyridin-3-ol 


145-148 


2-r2-f2-Chloro-phenyl)-vinvn-6-methyl-Dyridine 


51-52 


2-f2-(2-Fluoro-phenyl)-vinyn-pyridine 


69-70 


2-f2-(2-Nitro-phenyl)-vinyll-pyridine 


97-99 


Acetic acid 2-f2-(4-chloro-phenyl)-vinyn-6-methyl-pyridin-3-yl ester 


102-103 


Acetic acid 6-f2-(4-chloro-phenyl)-vinyl]-2-methy!-pyridin-3-yl ester 


130-131 


2-r2-(4-Chloro-phenvl)-vinyll-6-methyl-pyridin-3-ol 


275-278 dec 


6-f2-(4-Chloro-phenyl)-vinyl]-2-methyl-pyridin-3-ol 


265-270 dec 


Acetic acid 6-methyl-2-f2-(2-nitro-phenyl)-vinyil-pyridin-3-yl ester 


139-140 


6-Methyl-2-f2-(2-nitro-phenyl)-vinyll-pyridin-3-ol 


190-1 95 dec 


Acetic acid 2-methyl-6-f2-(2-nitro-phenyl)-vinyl]-pyridin-3-yl ester 


99-100 


2-Methy!-6-f2-(2-nitro-phenvl)-vinyll-pyridin-3-ol 


230-233 dec 


Acetic acid 2-r2-(3-ch!oro-phenyl)-vinyl]-6-methyl-pyridin-3-yl ester 


97-99 


Acetic acid 6-f2-(3-chloro-phenyl)-vinyil-2-methvl-Dyridin-3-yl ester 


112-114 i 


2-f2-(3-Chloro-phenyl)-yinyll-6-methyl-pvridin-3-ol 


232-235 


6-r2-f3-Chloro-phenyl)-vinyn-2-methvl-pyridin-3-ol 


230-232 


(2)-(6-Stvryl-pyridin-2-yl)-methanoi 


69-70 


fEW6-StvrvI-Pvridirv2-yl)-methanol 


58-60 


2,2'-(1 ,2-Ethenediyl)bisf6-methyl]-pyridine 


108-110 


Dimethyl-[3-(6-methyl-2-styryl-pyridin-3-yloxy)-propyl]-amine;hydrochloride 
salt 


136-139 


(E)-6-[2- (2-Pvridyl)vi nvl]-2-picoline 


56-57 


2-Methyl-6-styryl-pyridine 1 -oxide 


102-103 


2-Styryl-pvridine 1 -oxide 


156-159 


(E)-6-Methvl-2-(2-pyridin-2-vl-vinyl)-Dvridin-3-ol 


240-242 


(Z)-6-Methyl-2-(2-pyridin-2-yl-vinvl)-Dyridin-3-oi; HCI salt 


225-228 


6-Styryl-PVridine-2-carbonitrile 


92-93 


2-[2-(2,6-Dichloro-phenyl)-vinvll-6-methyl-pyridine 


liqht veil, oil 


3-Methoxy-6-methyl-2-styryi-pyridine 


liaht veil, oil 


6-Styryl-pyridine-2-carboxylic acid amide 


141-142 


2-[2-(6-Methyl-pvridin-2-yl)-vinyl]-benzonitrile 


113-114 
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3-f2-(6-Methvl-Pvridin-2-vl)-vinyn-benzonitrile 


91-92 


4-f2-(6-Methvl-pvridin-2-vl)-vinvl1-benzonitrile 


131-132 


6-StYryl-pvridine-2-carboxylic acid: HCI Salt 


209-212 


6-Styryl-pvridine-2-carboxvlic acid methyl ester 


87-63 


Acetic acid 2-r2-f6-methyl-pyridin-2-vl)-vinyll-pheny! ester 


colorless oil 


2-[2-(6-Methyl-pvridin-2-yl)-vinyl]-phenol 


227-229 


Acetic acid 2-methoxy-4-f2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 


102-103 


2 T r2-(3-Chloro-phenyl)-vinyll-6-methyl-pyridine 


59-61 


2-f2-(4-Chloro-phenvl)-vinyll-6-methvl-pyridine 


83-85 


2-f2-(2-Chloro-phenyn-vinyll-5-ethvi-pyridine 


34-35 


1 -(6-Styrvl-pyridin-2-vl)-ethanone 


67-68 


6-f2-(2-Chloro-phenyl)-vinyl]-2-methyl-nicotinic acid ethyl ester 


80-82 


2-[2-(2.Chloro-phenyl)-vinvll-6-methyl-nicotinic acid ethyl ester 


70-72 


2-[2-(6-Methvl-Dyridin-2-yl)-vinyll-benzoic acid; HCI salt 


218-219 


3-f2-(6-Methv1-pyridin-2-yl)-vinvfl-benzoic acid 


150-151 


4-f2-(6-Methyl-pyridin-2-yI)-vinvl1-benzoic acid 


206-207 


3-r2-(6-Methyl-pyridin-2-yl)-vinvll-benzoic acid methyl ester; HCI salt 


237-238 


4-f2-(6-Methvl-pyridin-2-vl)-vinyll-benzoic acid methyl ester 


112-113 


2-Methoxy-4-[2-(6-methyl-pyridin-2-yl)-vinyil-phenol 


116-119 


{3-r2-(6-Methvl-Dvridin-2-vl)-vinyll-DhenylVmethanol; HCI salt 


230-231 


6-Styryl-pvridine-2-carboxylic acid .tert.-butylamide 


87-68 


2-(2-Bromo-2-phenyl-vinyl)-6-methyl-pyridine; HCI salt 


150-154 


2-Methyl-6-phenylethvnyl-pyridine; HCI salt 


I 146-148 


6-Styryl-pyridine-2-carboxylic acid hexylamide; HCI salt 


118-125 


6-f2-(2-Chloro-phenyl)-vinyll-2-methyl-nicotinic acid 


219-221 dec 


2-f2-(2-Chloro-phenyl)-vinyll-6-methyl-nicotinic acid 


168-170 


2-f2-(3 l 5-Dichloro-Dhenvl)-vinyl]-6-methvl-Dyridine 


75-77 


2-Methyl-6-f2-(3-trifiuoromethyl-phenyl)-vinyll-pvridine 


44-45 


(E)-6-r2-(4-pyridvl)vinyl]-2-Picoline 


72-73 


N,N-Diethvl-3-r2-(6-methyl-pyridin-2-yl)-vinvll-benzamide; HCI salt 


227-228 


N,N-Diethvl-4-f2-(6-methvl-pyridin-2-vl)-vinyll-benzamide: HCI salt 


183-184 


(E)-6-f2-(3-Dvridvl)vinyll-2-Picoline 


yellowish oil 


{2-[2-(2-Chloro-phenyi)-vinyl]-6-methyl-pyridin-3-yloxy}-acetic acid ethyl 


colorless gum 


ester 
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342-(6-Methyl-pyridin-2-yl)^ 

HCI salt 1- 


249-251 


4-r?-f6-Methvl-Dvridin-2-vn-vinvn-.N.-(3-trifluoromethvl-phenvO-ben2amide 


160-161 


2-f2-(3-Mtro-phenvl)-vinyfl-pyridine 


127-128 


6-Styryl-pyridine-2-carboxvlic acid (3-trffiuoromethyl-phenyl)-amide 


128-129 


2-(6-Styi^l-ovridin-2-vO-propan-2-ol. HCI salt 


1 71-174 


2-Methyl-6-(2-thiophen-2-vl-vinyl)-pvridine, HCI salt 


208-21 1 


2-[2-(3-Chloro-phenyl)-vinvll-pyridine 


51-53 


2-r2-f3-Cvano-phenyl)-vinvll-pyridine 


85-86 


2-f2-(3-Bromo-phenyl)-vinvn-6-methvl-pyridine 


58-59 


2-r2-(3-Bromo-phenyl)-2-fluoro-vinvl1-6-methvl-pyridine 


58-59 


2-r2-f3.5-Dimethviphenvl)-2-fluoro-vinvl1-6-methyl-pyridine 


70-72 


2-f2-(2 1 3-Dimethoxy-phenvI)-vinvll-6-methyl-pvrldine 


colorless oil 


2-r2-(2.3-Dichloro-phenvl)-vinyl1-6-methyl-pyridine 


67-68 


2-r2-r3-Chloro-Dhenvl)-1-methyl-vinvIl-pvridine 


colorless oil 


/2-r2-f2-Chloro-Dhenvn-vinvl1-6-methyl-pyridin-3-vl}-methanol 


87-90 


2-Methvl-642-(3-trimethvlsiianylethynvl-phenvl)-vinvl1-pyridine 


yellowish oil 


2-r2-(3 t 4-Difluoro-Dhenvl)-vinvll-6-methvl-pyridine 


61-62 


2.r2-f3-EthvnvUDhenvl)'Vinvn-6-methvl-pyridine 


vellowish oil 


2-r2-(3,5-Difluoro-phenvl)-vinyn-6-methvl-pyrldlne 


yellowish oil 


2-r2-(3-Fluoro-phenyO-viny}l-6-methvl-pyridine 


vellowish oil 


2-f2-(3-Methoxv-Dhenvl)-vinyn-6-methyl-Dyridine 


yellowish oil 


2-Methyl-6-f2-(3-phenoxv-phenvl)-vinvll-Pvridine 


yellowish oil 


2-r2-f3-Benzvloxv-Dhenyl)-vinyll-6-methvl-pyrldine 


68-69 


2-f2-(2 t 5-Difluoro-phenvl)-vinyll-6-methyl-pvridine 


44-45 


{2-f2-(2-Chloro-Dhenyl)-vinvll-6-methvl-Pvridin-3-vloxv)-acetic acid 


230-233 


(3-{2-[2-{3-Chloro-phenyl)-vinyl^^ 

amine _ - 


203-205 


{6-[2-(2-Chloro-phenyl)-vinyll-2-methvl-pyridin-3-vlVmethanol 


131-133 


2-(3-Bromo-phenylethvnvl)-6-methvl-pyridine 


61-63 


2-Methyl-642-r3-(3-trifluoromethyl-phenoxv)-Dhenvll-vinyl}-Dvridine 


yellowish oil 


2-f2-(3 t 5-Dimethoxy-phenvl)-vlnyl1-6-methyl-pvridine 


43-45 


2-f2-{3-Chloro-phenyl)-vinvn-3-methoxy-6-methvl-pyridine 


52-53 


Acetic acid 4-bromo-2-r2-(6-methyl-Dvridin-2-yl)-vinyn-Dhenyl ester 


yellowish oil 


Acetic acid 3-[2-(6'methyl-pyridin>2-yl)-vinvn-phenyl ester , 


yellowish oil 
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P-rp-r3.4-Dichloro-Dhenvl)-vinvll-6-methv!-pyridine 


73-75 


4-Bromo-2-[2-(6-methYl-Dvridin-2-vO-vinvll-phenol 


246-248 


Acetic acid 2-r2-f3.5-dich!oro-Dhenvl)-vinvll-6-methyl-pvridin-3-vl ester 


156-158 


Acetic acid 6"f2-(3.5-dichloro-Dhenvi)-vinvll-2-methyi-Dvridin-3-vl ester 


159-161 


Acetic acid 2-f2-(3,5-dichloro-DhenvD-vinvlVPVridin-3-yl ester 


154-156 


2-Methyl-6-(2-naphthalen-1-v!-vinyl)-pyridine 


yellowish oil 


2-f2-(2 3-DihYdro-benzof1.4ldioxin-6-vn-vinvll-6-methvl-pyridine 


99-101 


2rMethyl-6-f2-naphtha!en-2-y!-vinyl)-Dvridine 


97-99 


2-Methyl-6-(2-m-tolvl-vinvl)-pvridine 


yellowish oil 


2-(2-r3-(3,5-Dichloro-DhenoxvVphenyl1-vinyl>-6-methvl-pyridine 


yellowish qum 


9.p-(a-Chloro-phenYi)-propenYll-6-methy!-pyridine 


yellowish oil 


9-r?-f? 3-Dihvdro-benzofuran-5-yl)-vinyll-6-methvl-pyridine 


38-90 


2-[2-(4-Fluoro-phenyl)-vinvn-6-methvl-pyridine 


50-51 


2-Methvl-6-(2-o-tolvi-vinvl)-pvridine 


yellowish oil 


2-Methvl-6-(2-D-tolyl-vinvl)-Pvridine 


85-86 


2-Methyl-6-(2-p-to1yl-proDenvi)-pyridine 


yellowish oil 


3-f2-(6-Methvi-pyridin-2-vl)-vinvn-phenvlamine 


126-129 


(2,3-Dimethoxy-7-nitro-quinoxalin^^^ 
vinyfl-phenylVamine 


pale orange foam 


N^3-r2-(6-Methvl-pyridin-2-vl)-vinyl1-phenylVacetamide 


147 


N4342-(6-Methvl-pyridin-2-vl)-vinyll-phenyl}-2-phenyl--acetamide 


156 


2 2-DimethYl-N-(342-(6-methyl-pyridin-2-yl)-vinyll-phenyl}-propionamide 


166-168 


Thiophene-2-carboxylic acid {3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}- 
amide m 


197 dec 


Cyciohexanecarboxylic acid {3-(2-(6-methyI-pyridin-2-yl)-vinyl]-phenyl}- - 
amide . . — : 


215 


1.(4-Bromo-phenvl)-3-{3-r2-(6-me^ 


197 dec 


2-Methy!-6-f2-(4-nitro-phenvl)-vinyll-Pvridine 


134-135 


4-r2-(6-Methvl-pyridin-2-vl)-vinyn-phenvlamine 


147-148 


p-p-(3 t 5.Dichloro-phenvi)-vinylV6-methvl-pyridin-3-ol 


218-220 


6-r2-(3 1 5-Dichloro-phenv!)-vinvll-2-methvl-pyridin-3-o! 


286 dec 


2-f2-{3,5-Dich!oro-Dhenvl)-vinyil-pvridin-3-ol 


240-242 


2-r2-(6-Chloro-benzof1 f 3ldioxol-5-yl)-vinyll-6-methyi-pyridine 


131-132 . 


2-r2-(2,3-Difluoro-phenvl)-vinyIl-6-methyl-pyridine 


55-56 


2-f2-(3,4-Dichloro-phenvl)-propenyll-6-methy!-pyridine 


yellowish oil 
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2-f2-(3 t 5-Bis-trifluoromethvl-phenvO-vinvll-6-methvl-Pvridine 


85-86 


Acetic acid 2-methoxv-6-F2-f6-methvl-Dvridin-2-vl)-vinvll-Dhenvl ester 


yellowish oil 


2-Methoxv-6-[2-(6-methvl-PVridin-2-vl)-vinvH-Phenol 


118-120 


2-Methyl-6-f2-(2,3,6 : trifluoro-phenvl)-vinyll-pvridine 


59-62 


2-f2-(4-FIuoro-3-trifluoromethvl-phenvl)-vinvn-6-methyl-pyridine 


yellowish oil 


2-Methvl-6-f2 3 6-trifluoro-ohenvlethynyl)-pvridine 


93-94 


Acetic acid 4-chloro-2-f2-(6-methyl-pvridin-2-yl)-vinyn-phenvl ester 


yellowish oil 


Arotir arid o fi-riu tert -bLrh/l-4-r2-^6-methvl-Dvndin-2-vi)-vinyil-phenyl ester 


127-123 


^-/A-MiathuUnwririin-P-vlethvnvh-benzamide 


187-189 


Arotir ariH 4.hrnmo-2-methoxv-6-f2-f6-rnethvl-Dvridin-2-vl)-vinyll-phenyl 


151-153 


2-(6-Chloro-benzc[1 ,3]dioxol-5-ylethynyl)-6-methyl-pyridine 


105-106 light brown 
crystals 


R-nirhloro-DhenvlVvinvll-3-methoxv-6-methy!-pyridine 


127-129 


2-f2-/3 5-Dichloro-Dhenvl)-vinvll-3-methoxy-pyridine 


111-113 


5-A2ido-2-f2-(6-methy!-pvridin-2-yl)-vinvlVphenol 


143 dec 


o ro /Pv/riHin-^-v/npthv/nvll-S-methvi-Dvridine 


light yellow crystals 
60-61 


M^^-ro-^-MethwUnvririin-^-vlVvinvn-Dhenvll-succinarnic acid 


212-213 


1-tert.-Butvl-3-{3-f2-(6-methyl-pyridin-2-v!)-vinvll-phenyl>-urea 


191-192 


c //q ro /o Mothwi n\/riHin-0-x/h-vinvn-nhenvlarriinoVrTiethvlV7-riitro-1 ,4- 

0-l4O-|^-(0-IVl6u lyi Py» lull l-4£-yiy-vii lyij pi 101 lyianm iwj nidiiyi/ r ||lUM ' » 

dihydro-quinoxaline-2,3-dione 


250 dec 


TotrahwHm fiirfln-9-rpjrhnyvlic acid /3-f2-(6-methvl-Dvridin-2-vlVvinvfl- 

r\honul\.amiHp 


160-161 

l_ 


/i-/^-rp./fi-Methvl-Dvridin-2-vlVvinvll-Dhenvlcarbamoyl}-2-phenyl-ethyl)- 

rssrhamir ar.iH tPrt -hutvl ester 


colorless foam 


f(342-(6-Methv!-Dvridin-2»vl)-vinylVphenylcarbamoyi}-methyl)-carbamic 
acid tert -butyl ester 


colorless foam 


DiethyW3-r2-(6-methvl-pyridin-2-vl)-vinyll-phenyl>-amine 


217 dec 


EthvM3-r2-(6-methvl-Pvridin-2-vl)-vinvn-phenvlVamine 


225 dec 


EthyH3-[2-(6-methvl-Pvridin-2-yl)-vinvll-phenvlVamine 


183 dec 


2-(2-Ethoxv-3,6-difluoro-phenylethynvl)-6-methyl-pyridine 


yellowish oil 


2-(3,5-Difluoro-phenyiethynyl)-6-methvl-pyridine 


yellowish oil 


2-(3-Fluoro-ohenvlethynyl)-6-methvI-pyridine 


26-28 


2-[2-(3,5-Dimethyl-phenyl)-vinyll-6-methyl-pyridine 


56-57 
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2-r2-(3,4-Dimethoxv-phenvl)-vinvl1-6-methvt-pyridine 


55-56 


2-(3 t 4-Dichloro-phenvlethvnvl)-6-methvl-PVridine 


73-74 I 


2.W-Ethoxv-3-trifluoromethvl-phenvlethvnvl)-6-methvl-pvridine 


61-62 


2-(4-Ruoro-phenylethvnvl)-6-methvl-pyridine 


98-100 


2-Methyl-6-.o.-tolylethynyl-pyridine 


yellowish oil 


2-(3 t 4-Difluoro-phenylethvnvD-6-methyl-pyridine 


65-68 


2-Methvl-6-r2-(2 f 3,5-trichloro-phenvl)-vinyl]-Dyridine 


80-82 


l43-r6-MGthvl-Dvridin-2-v!ethvnvl)-phenyll-ethanone 


76-78 


2-Methvl-6-(3-trifluoromethyl-phenylethvnyl)-pyridine 


35-37 


0-Moth\/i.R.H-nitrn-nhen\/lGthvnvh-Dvridine 


99.5-102.5 


fi-r?-/3 ^-Dirhloro-nhenvh-vinvn-3-methoxv-2-methvl-pyridine 


98-100 


/p-r9-/5-Chloro-Dhenvl^vinvl1-6-methvl-Dvridin-3-yl}-rnorpholin-4-yl- 
methanone 


123-125 


fWp-rp-H ^-nichloro-Dhenvh-vinvll-6-methvl-Dvridin-3-yloxy}-propyl)- 
riimpthvl-amine hydrochloride salt 


207-210 


N-{4-f2-(6-Methyl-pyridin-2-yO-vinyll-phenyl>-succinamicacid 


201 dec 


M^-r9-/fi-Mpthvl-Dvridin-2-vlVvinvl1-DhenvlV2-phenvl-acetamide 


236-237 dec 


({4-[2-(6-Methyl-pyridin-2-yl)-vi^ 
flriri tprt -htitvi pfiter 


144-145 dec 


1-tprt -Rijtvl-3-l4-r2-^6-methvl-Dvridin-2-vl)-vinvll-phenyl}-urea 


209 dec 


/^4P-rfi-Methvl-Dvridln-2-yiVvinvl1-phenylHhiophen-2-ylmethyl-amine 

\ \£m 1 w I VIC Illy' y 1 i\^i ' » *— / / 71 p" ,w,, j'j — j • . — . ^ 

hydrochloride salt 


161-162 ' 


^vrlohpyvlmethvl4342-f6-methvl-Dvridin-2-vl)-vinyn-phenylVamirie 

hwrlrnrhlnrirlp salt 


178-179 dec 


M-rp-ffi-Methvl-Dvridin-2-vl)-vinvll-phenylVthiophen-2-vlmethyl-amine 


100 


Cyciohexylmethvl-(4-r2-(6-methyl-pvridln-2-vl)-vinyll-phenylVamine 


106-107 


2-Amino-N-l3-f2-f6-methyl-pyridin-2-yl)-vinyl]-phenylV3-phenyl- 
propionamide 


102 


2-Amino-N43J2-(6-methvi-Dvridin-2-vl)-vinvl1-phenylVacetamide 


105 


2-Amino-N^4-r2-(6-methvl-pyridin-2-vl)-vinyll-phenvlVacetamide 


217-219 dec 


1-[1-({2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyrldin-3-yloxy}-acetyl)- 
piperidin-4-vlVimidazotidin-2-one 


amorphous foam 


(H4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenylamino}-ethyl)-phosphonic'acid 
dimethyl ester 


orange amorphous 
solid 


2-f2-(2-Methoxy-phenyl)-vinyl]-6-methYl-pvridjne 


129-130 
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9.n.FthnYv-4-flijnro-DhenvlGthvnvh-6-methvl-Pvridine 


82-83 


o./^-nhinrn-nhpnvlpthvnvh-6-methvl-Dvridine 


57-59 


1 -^-P\/ririin-P-vlPth\/nvl-Dhenvh-ethanone 


48-51 


4-rhinrn-p-r5-^6-methvl-Dvridin-2-vl)-vinvll-Dhenol 


256-260 


4-Rrnmn-P-mpthoyv-6-r2-f6-methvl-Dvridin-2-vl)-vinvll-phenol 


121-123 


2-Methyl-6-m-tolylethynvl-pvridine 


57-58 


o to ^.nifii inrn-nhpn\zipthvnvn-6»rnethvl-Dvridin8 


49-50 


o fo c nirnotK\/Lnhon\/l^th\/n\/h-fi-rnpthvl-D\/ridinG 


yellowish oil 


a ro /o c n!Kmmn_nhon\/l\-\/in\/n-R«mpth\/l-D\/ridins 


68-70 


o Mothwl fs \o /nv/rimiHin-S-vh-Pthvnvll-DVridin© 


110-112 


to so \o /^-phinro-nhpn\/h-vinvll«6-methvl-Dvridin-3-vloxvVethvO-dirTiethvl^ 
amine 


165-167 


Abatis* or^iH 1 ^.ro.r'R-mpthvi-nvridin^-vi^-vinvll-DhenvlV-ethv! ester 




o ro /c Ma+Kv/I ntjrSHtn.O.wft -\/in\/H-nhpnnl 1 


250-251 


o /c Ma+WiwI nwriHin O i/lothwnwl\.nhpn\/l?irninP 


129-130 


m r*a /a Mothui-nwriHin-9-\/ipth\/n\/h-Dhenvn-2-Dhenvl-acetarnide 


133-135 dec 


Thi/-r»hon£> o rarhnwiir prid r3-(6-methvl-Dvridin-2-vlethvnvn-Dhenvll- 


156-157 dec 


^-MothvH-R-rthinnhpn-P-viethvnvn-Dvridine 


34-36 


^./ft-Mpthv/i-nx/rifiin-P-vlethvnvh-benzoic acid ethyl ester 


56-58 


o.f\ ^- Hi hrnmn-nhpnvlGthvnvH -6- methyl -pyridine 


100:101 


/o.ro-i / 9.rhinrn-nhpnwiVvinvn-6-methv!-Dvridin-3-vlmethvlVdimethyl-am 


227-229 dec 


i^-/fi-r9-/3-rhinrn-nhpnvlWin^^ 


184-186 


c;-A7irin-4-inrin-P-r2-/6-methvl-Dvridin-2-vl)-vinvll-phencl , 


red qlass 


2 6-Di-tert-butvl-4-[2-(6-methyl-pvridin-2-yl)-vinyll-phenol 


126-127 


1 jA.ro.i'fi.Mpthwi-nx/riHin-P-vl^vinvn-DhenvlVethanol 


97-99 


o Meth\/L^-rO-* / r>\/rimiriin-P-\/n-Gthvnvil-DVridine 


144-145 


rQ_/«-Moth\/i-nvriHin--P-vlpthvnvh-Dhenvn-Dhenvl-iTiethanone 


99-100 


o /«.Mothwi.n\/ririin-p-\/lpthvnvh-3 4-dihvdro-1 H-auinolin-2-one 


189-191 


2-(3K2-[2-(3-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)- 
isoindole-1,3-dione 


101-103 


3-Methoxv-6-methyl-2-.m.-tolylethynyl-pvridine 


brown oil 


Acetic acid 2-r2-(6-methvl-pvridin-2-vl)-vinvn-4-nitro-phenyl ester 


129-131 


6-(6-Methvl-pyridin-2-ylethvnvl)-indan-1-one 


160-165 I 


2-Methyl-6-r2-(pvra2in-2-vn-ethynyll-pvridine 


95-96 
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N-Methvl-N-f3-M42-f6-methvl-Dvridin-2-yl)-vinyl]-phenoxy}-propyl)- 
acetamide 


62-70 


242-(3,5-Bis-trifluoromethvl-phenylV1-ethoxy-vinyl]-6-methvl-Pvridine 


yellow oil 


Acetic acid 2-phenylethynyl-PYridin-3-Yl ester 


brown oil 


Acetic acid 6-methvI-2-.m.-toiy!ethvnyl-pyridin-3-yl ester 


brown oil 


Acetic acid 4-f2-(6-methvi-pvridin-2-vl)-vinvIl-2-nitro-phenYl ester 


91-93 


2-r2-(6-Methyl-pyridin-2-yl)-vinvl1-4-nitro-phenol 


275 dec 


Dimethyl-f3-(2-phenylethynyi-pyridin-3-yioxy)-propyn-amine 


yellowish oil 


Dimethvl-f3-/442-f6-methvl-Dvridin-2-yl)-vinyn-phenoxy}-propvl)-amine 


240-243 


H4-f2-(6-MethYl-pvridin-2-yl)-vinvH-phenyiVethanone 


56-58 


2-(3-Fluoro-phenylethynyi)-quino!ine 


81-83 


Acetic acid 2-methyl-6-styryl-pvridin-3-yl ester 


93-96 


4-f2-(6-Methyl-pyridin-2-yl)-vinyll-2-nitro-phenoi 


141-143 


3-Ethoxy-4-f2-(6-methvl-pyridin-2-yl)-vinyl]-2-nitro-phenol 


175-178 dec 


4W6-Methvl-Dvridin-2-vlethvnvl)-2-nitro-phenol 


184-187 dec 


ArPtir arid 12- (6- m eth vl - Dvridi n-2-vlWinvfl-6- nit ro- phenyl ester 


105-110 dec 


Dimethyl-r3-(6-methyl-2-Dhenvlethvnvl-pyridin-3-yloxvVproDyll-amine 


• • 

yellow qum 


9-A7idr>4-r2-(6-methvl-Dvridin-2-vlWinvll-Dhenol 


155-157 dec 


nimpthvl4^-m-mGthvl-2vm.4olvlethvnvl-pvridin-3-yloxy)-propvn-amine 


yellowish oil 


2-(3-Methanesuifonyl-phenylethynyl)-6-methyl-pyridine 


108-1 10 dec 


a42-r2-f3-Chloro-Dhenvn-vinvn-6-methvi-pyridin-3-yloxy}-propylamine 


186-189 


4-A2ido-.N.-(3-{2-[2-(3-chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}- 
propyl)-2-hydroxv-benzamide 


99-102 dec 


^4^-n-nimpthvlamino-DroDoxvV6-methvl-pyridin-2-vlethynvll-benzcnitrile 


yellow qum 


5-(6-Methvl-pyridin-2-vlethynyl)-indan-1 -one 


133-134 


5>-Mpthvl-6-f2 3 5-trichloro-Dhenvlethvnvn -pyridine 


112-114 


5-r2.f6-methvl-Dvridin-3-vl^ethvnvll-6-methyl-pyridine 


118-119 


Dimethvl^3-f6-methvl-2-(3-trifluoromethy!-phenyiethynyi)-pyridin-3-yloxy]- 
propylj-arnine 


yellow gum 


2-[2-(6-methyl-pyridin-3-yl)ethynyi]-3-methoxy 6-methyl-pyridine 
hydrochloride salt 


198-199 


2-Methyl-6-(5 t 6,7,8-tetrahvdro-naphthalen-2-ylethvnyl)-pyridine 


50-51 


3-f2-(3-Chloro-phenylethvnyl)-6-methyl-pyridin-3-vloxyl-proovlamine 


151-153 


(3^4-Bromo-2-methoxy-6-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenoxy}-propyl)- 
dimethyl-amine; 


211-215 
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. ■ ; r 

ffi.ffi-F" irirn-pnpnvletnvnvi i-DVriQin-^-yt j-umieu iy> ainn ip 


brown oil 


6^f3-Fluoro-phenvlethvnvl)-3.4.5.6-tetrahydro-2.H.41,21biDvridinvl 


brown qum 


{3-[2-(3-Chloro-phenylethynyl)-o-meiny]-pynain-o-yioxyj propyl/ uimuu iyi 
amine . 


158-160 


4-A2ido-.N.-{3-[2-(3-cnloro-pnenyieTnynyi;-D-meinyi-pyriain a yiuAyj 
propylV2-nyoroxy'Denzamiae , _ — 


161-163 dec 


1 -[3-(6-Methyi-pyridin-2-ylethynyl)-phenyl]-1 H-[1 ,2,4]triazole-3-carboxylic 
acid ethvl ester 


105-110 dec 


1-r3-(6-MethYl-2-Dhenvlethvnvl-pvridin-3-vloxY)-propvll-piperidin-3-ol 


108-109 


2-Ethynvl-6-(3-Tluoro-pnenvieinvnyij-pynaine 


89-90 


3-Methyi-6-(6-metnyi-pyriuin-^-yieinynyi;-on c. unc 


172-174 


1-[3-(6-Methyl-pyridin-2-yietnynyij-pnenyij- 1 n-[i ,^,^jinazoie o ucuuuAym, 
acid dimethylamide . _ 


154-157 


1 -[3-(6-Metnyi-2-pnenyieinynyi-pyriuiii o yiuAy; piupyij pi^w iuh i -i w« 


amorphous white 
solid 


5-(6-Methyl-pvridin-2-ylethynyl)-2-nitro-phenol 


150-151 dec 


r- rrv Ok^^« o /fi i-r<i£i*H\/I_n\/riHin-C>-V/i^-\/in\/n-P-nitrO-Dhenol 


158-159 


f» r/t /o iuiu.,i . o C_wlown_9..nitr'0.-r^nPrif» 


171-173 


5-[2-(6-Metnyl-pynain-ii'yi)-^-vinyi|-^*riiuu"pt ici im w , 


108-110 


a a_:~j«. o L..J..W., ki ro /c.methui-nx/ririin-P-vlGthvnvh-Dherivri-benzamide 


180-182 dec 


e» n:«--iu.,i««;nrt rM»«rkr»v\#\-fi-nhon\yloth\/nv/l-n\/ridin©-2-carbox\/lic acid 
5-(3-Dimetnylamino-propoxyj*D-pnenyieuiyriyi pynuiuc ^ ^aiuuAyiiuawu 

ethyl ester 


160-162 


c AAfitKw) O c+wrwl r\wrimiriin-4-ni 


221-225 


2-Ethyl-6-(3-fluoro-Dhenvlethynyl)-pvridine 


brown oil 


o /o c n;^wii-\rr\ i^hom/lothvnwn-fi-mpthvl-DvridinS 


74-76 


o a A^+^wi c /o ♦ r\4 li inrr»mothnY\/-nhpnvlpth\/n\/n-DVridin6 


<30; brown crystals 


2-Methyl-6-(3-n ,2,4ltriazol-1 -yl-phenvlethvnyl)-pyridine 


128-130 


4-(6-Metnyl-pynoin-^-Vieinynyij-pninaiorHiriie 


138-140 


#■» u.iL.,1 r> ro ro /h ' u ♦^♦ra^oLfN_*/l\-nhonv/n»\/in\/i\-n\/nriinp* comnound with 
2-Methyl-o-{2-[3-( i .n.-ieirazoi-o-yi;-prieiiyij»vu iyi/ ^ynuinc, wuipuuiiu 

formic acid — 


234-240 


3-[2-(3 5-Dichloro-phenviethvnyl)-6-methyl-pyridiri-3-yloxy1-propvlamine 


97-100 


{3-[2-(3,5-Dichloro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propyl}- 
dimethyl-amine 


171-173 | 


2-(3 5-Dimethvl-phenvlethynyl)-3-methoxv-6-methyl-pyridine 


yellowish oil 


2-[2-(3-Fluoro-phenyl)-vinvll-6-methyl-Dyridin-3-ol 


251-253 Dec. 
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£ /q Chinm «har»wia+h\/nwft«.9-m pthvl-nirntinic acid ethvl ester 
o-(o-r tuoro-pnGnviciny r iyi/ ^ ■ i ion lyi-iHwvumu aum *u »yi _ 


84-86 


^-/AZIOO-O-lo-rueinyi-pyriuii i-^-y icu iy i iyi; mi ici iui 


153-155 dec 


6-(3,4-Dimethoxy-phenylethynyl)-5-(3-dimethylamino-propoxy)-pyridine-2- 
carpoxync acio Ginyi ester 


149-152 


P-(4.Methoxy-3-trifluoromethvl-Dhenylethvnyl)-6-methyl-pvridine 


56-87 


2-(3-rluoro-pneny!einynvij-D-rTieinoAy-pyriuu 


brown oil 


*i if\ d, . a.m. mUami (1 A^kimi a|\ C mnf hill r>\ / r i W i ft O 

2-(3-rluoro-pnenYietnynYi)-o-meinyi-pyname 


74-76 


6rX3i5-D{ch!oro-pnenyl6inynyi;-D-^o-aiiTiein pynun ie c 
carboxylic arid pfhyl ester , . ... , 


195-198 


5-(3-Dimetnylamino-propoxy)-D-\j,o-aim ^ 
carpoxync acio emyi esier _ __ 


1 87-1 90 


o-(3-rluoro-pnenyieTnynyij-ri-iTietnyi-nico^ auiu 


173-175 


f6-(3-Fluoro-phenylethvnvl)-2-methvl-pyridin-3-yl1-methano! 


116-118 I 


r j / m. knmrtwi\ *\\r\a.T\r\\r\ 1 * v#n rf$ f^.f h inrn-nhpn\/iPth\/n\/l^-9-rnPth\/l- 
|4-(4-rlU0r0-D9nZ0yiJ-pipenain- J -yij-[0-^o-UUuru-pi ici jyiCLi iyi lyij £. 1 1 :cu iyi 

ovridin-3-yll-methanone 


138-140 


2-(3-riuoro-pnenyieinynyi}-D-nieinyi-nicoii euiyi caici 


brown oil 

k>S 1 wf II 1 Wll 


2-(3-FIuoro-phenvletnynyi)-4,o-aimeTnyi-pynaine 


brown oil 


6-(3-Fluoro-pnenyietnynyi)-.iN.-(o-m iyi 
nicotinamide 


157-159 


\{o-(o-r iuoro-pnenyieinynyi/-4c-rNcvnyi-pyriuint? o i^cnuuuyij gmhhu; uucm/i 
acetic acid methyl ester 


133-135 


o K>irt+h\#i c /c math\/t +hir*nhon«.9-\/lpth\/n\/n-n\/ridine 


58-59 


o miAtkiwi c /o o k ♦rimotH\/l-nhpn\/lPthv/n\/h-n\/ridine 


brown oil 


o to triiinrrv p*hon\/i\-v/inv/n-fi-mpth\/Uo\/ridin-3-vlox\/VDroDan-1 -ol 


86-88 


[6-(3-Fiuoro-Dhenvlethvnvl)-2-methyl-pyridin-3-ylmethyl]-dimethyl-amine 


220-222 


2 f 2-Dimetnyl-pr0pl0niC acta c-l^-lo-nuoru-pncHyieuiyiiyi; o inciiiyi pynuui 

^ I ll/St/lil MrAl^lll /"iP^A^ 


yellowish oil 


2-Azido-4-iodo-5-(6-methyl-pyridin-2-vlethynyl)-phenol 


140 dec 


o-AZIflO-£.4-OIIOOO-o-^o-rneinyi-pyriuii r^-yieu iy i iyi; yi ici iui 


162 dec 


4-A2ido-2-hydrcxy-5-iodo-.N.-[3-(6-methyl-pyridin-2-y!ethynyl)-phenyl]- 
benzamide 


1 85 dec 


Acetic acid 3-acetoxymethy!-5-(6-methvl-pyridin-2-ylethynvl)-benzyl ester 


brown oil 


(BenzyK[2-(3-fluoro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-acetyl}- 
amino)-acetic acid ethvl ester 


brown oil 


2-f2-(3-Fiuoro-phenYi)-vinvll-6-methyl-isonicotinic acid ethyl ester 


76-77 
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3-[2-(3-Fluoro-phenylethynvl)-b-rneinyi-pynam o ym*yi pi upon i m 


72-74 


. , i ».-»*Lm .i c rvtn+Kwl nwriHin-^-vlPthvru/IVohfinvll-methanol 

3-Hydroxymethyl-5-(o-metnyi-pynQni-^ yicmynyi; pucny^ 


115-117 ! 


(3^p-(3,5-Dimeth^ 

dimethyl-amine * . m 


yellowish gum 


ta /a r-i. UA mM .i\ r\\r\e*r\r\\r\ 1 -wiWfi-rp-f^-f h jnro-Dhenvn-vinvll-2-methyl- 
4-(4-Fluoro-Denzoyi)-piperiain- i-yij-\o-^ \o nuuiu jjucnyi; vmyij 

pyridin-3-vlVmethanone _____ _ 


156-158 


2-f2'(3-Fiuoro-pnenyl)-vinyirD-rTieTnyi'i&oiu^uui 


245-248 | 


(6-[2-(2-Chloro-phenyl)-vinyO-2-melhyl : pyrid^ 

piperidin-1 -yll-methanone m _ 


109-112 | 


2-(3-Ethyny)-phenvlethynyi)-6-methvl-pyridine 


48-49 | 


(3-{2-[2-(2,6-Dichloro-pnenyl)-vinyij-o-mexnyi-pynain o yioxy/ prupyt; | 
dimethyl-amine hydrochloride salt m _ 


207-210 | 


(3-[2-[2-(2 ( 3-Dichloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)- 
dimethyl-amine hydrochloride salt • 


161-169 


4-[6-(3-Fluoro-phenylethynyl)-2-methyl-pyridine-3-carbonyl]-piperazine-1- 
carboxylic acid .tert. -butyl ester , 


97-99 


f6-(3-Fluoro-phenvietnynyl)-2-metnyi-pynain-o-yij pipt_t____m ' y 1 iiig"»«" w>i ^ i 


250-252 dec 


[4-(4-Azido-2-hydroxy-Denzoyij-piperazin- i-yij-_o uuuiu pii-nyi-uijuyv 
2-methvl-pyriain-o-vH-meinanone 


186-188 dec 


/0 ro r n /o - nj^m^ro rkhon\/l\-\yin\yn-R-mPthvl-DVridin-3-Vl0XVVDr0DVl)- 
i3^2"12-(2 > 4*UICni0ro-pncnyi/ -vinyij u iiidiiyi »-/ yiw^jj f ,w p'/ / 

dimethyl-amine hydrochloride salt . 


170-1 76 


* §r\ r-i. «K«in%/iQ+hwriwi\_A.mpthvi-iQnninntinic acid ethvl ester 


89-91 ! 


« ri, ftUonwirtt^inv/h ft mothv/i-i<;nnirntinic scid .tert.-butvl ester 


94-96 | 


2-(3-Fluoro-pheny!ethvnvn-6-methvl-isonicotinic acid 


231 dec 


f2-(3-Fluoro-phenvlethynvi)-o-meinyi-pynam-<»-yn meuiaiiui _ — 


143-146 I 


tm ma — i ,i\ ..'.nariHin 1 \/n.f9-^-f h ioro-DhenvlethvnvlV6*"methvl- 

f4-(4-Fluoro-benzoyij-piperiuin-i-yij-[t-^o-iiuuiu piicuy» — mynyi/ ^ 

pyrifim»A-yH«meinanone 


156-158 


3-Allyloxv-2-f2-(3,5-dich!oro-phenvn-vinvll-6-methvl-pvridine 


105-106 


Irs — ■ u^«**iA*^*#nt/i\ a motH\#i-nwririin-4-\/n-rnornholin-4 - vl- 

[2-(3-Fiuoro-phenyietnynyi)-D-metnyi-pynuHi •» yij muip. — /• 

methanone _____ — 


114-116 ! 


Acetic acid 3-(6-methvl-Dvridin-2-vlethynvn-benzyl ester 


brown oil 


r2-(3-Fluoro-phenvlethynvl)-6-methyl-pvridin-4-ylmethvn-dimethyl-amine 


209-212 j 


(3-{2-[2-(3,5-Dichloro-phenyl)-propenyl]-6-methyl-pyridin-3-yloxy>-propyi)- 
dimethyl-amine hydrochloride salt 


182-184 


2-(3-Fluoro-phenvlethynyl)>3-methoxy-6-methyl'Pyridine 


yellowish oil J 
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(3-{2-(2-(3,5-DlChIorO-phenyl)-VinylJ-pyriain-o-yioxy/-propyi; aimemyi annua 
hydrochloride salt — — 


171-174 


(4.Azido-2-hydroxy-5-iodo-phenyl)-{4-[6-(34luoro-phenylethynyl)-2-methyl- 
pyridine-3-carbonvn-piperazin-l-vil-metnanone „ 


195-200 dec 


4-Azido-.N.^3-[2-(3-cnioro-pnenyietnynyij-o-meinyi-pynain o yiuxyj 
propyl}-2-hydroxy-5-ioao-Denzamiae „ 


142-150 dec 


4-(2-Pyridin-2-vl-vinyiVbenzoic acid ethyl ester 


100-102 


(3^2-[2-(4-Chloro-pnenyl)-vinyij-o-meinyi-pynairi o yiuAy/ piupyi; uuncuiyi 
amine hydrochloride salt , — . 


159-171 


f3-(6-Methyl-pyridin-2-yletnvnyi)-pnenvii-mein<iriui _ — 


43-45 


6-(3-Fluoro-phenvlethvnvn-nicotinic acid .tert-butyl ester 


98-93 


(3-{2-[2-(3 l 4-Dichloro-phenyl)-vinyiJ-D-mexnyi-pyriain-o-yioxyi*prapyi; 
dimethyl-amine hydrochloride salt , 


174-177 


2-(1-Bromo-2-phenvl-vinvi)-4-meiny)-pynmiaine _ 


yellow oil 


6-(3-Fluoro-phenYlethynyl)-nicotinic aaa 


223 dec. 


[4-(4-FluorO-benzoyl)-plpenain- » -yij-lO-vo -Tiuoru -piici iyieu iyi iyij py i i vj 


136.0-139.0 


r\ tr* o c Hi^ii i«r^_nhon\/loth\/n\/l\-fi-rn6th\/ l-Dvridin© 


72.0-74.0 j 


2-Methyl-6-r2-(2,4,5-trifluoro-phenyn-vinvlVPVridine 


74-76 


2-Methyl-6-f2-(2 t 3,4-trifluoro-phenyl)-vinvn-DVridine 


79-82 


3-(6-Methvl-Dvridin-2-vlethvnyl)-phenol 


142-144 


2-Methvl-6-l2-(3,4 l 5-trifluoro-phenyn-vinyn-pyridine 


74-76 


2-(3-Methoxv-phenylethvnyl)-6-methvi-pvridine 


55-57 


2-Methyl-6-(2,3,4-trifluoro-phenylethynyl)-pyridine 


104-106 



(dec = decomposition) 
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Claims: 

1 . A 2-arylalkenyl- , 2-heteroarylalkenyl-, 2-arylalkynyl-, 2-heteroarylalkynyi-, 2-arylazo- 
and 2-heteroarylazo- pyridine or a pharmaceutically acceptable salt thereof, for use in 
the treatment of disorders associated with irregularities of the glutamatergic signal 
transmission, and of nervous system disorders mediated full or in part by mGluR5. 

2. A 2-arylalkenyl- , 2-heteroarylalkenyl-, 2-arylalkynyl-, 2-heteroarylalkynyl-, 2-arylazo- 
and 2-heteroarylazo- pyridine or a pharmaceutically acceptable salt thereof, for use in 
the treatment of epilepsy, cerebral ischemia, ischemic diseases of the eye, muscle 
spasms, convulsions, pain, acute/traumatic and chronic degenerative processes of 
the nervous system and psychiatric diseases. 

3. A compound of formula I .• 




wherein 

R, denotes hydrogen, lower alkyl.hydroxy-lower alkyl, lower alkyl-amino, piperidino, 
carboxy, esterified carboxy, amidated carboxy, unsubstituted or lower alkyl-, lower 
alkoxy-, halo- and/or trifluoromethyl-substituted N-lower-alkyl-N-phenylcarbamoyl, 
lower alkoxy, halo-lower alkyl or halo-lower alkoxy, 

R 2 denotes hydrogen, lower alkyl, carboxy, esterified carboxy, amidated carboxy, 
hydroxy-lower alkyl, hydroxy, lower alkoxy or lower alkanoyloxy, 4-(4-fluoro-benzoyl)- 
piperidin-1 -yl-carboxy, 4-t.-butyloxycarbonyl-piperazin-1 -yl-carboxy, 4-(4-azido-2- 
hydroxybenzoyl)-piperazin-1 -yl-carboxy or 4-(4-azido-2-hydroxy-3-iodo-benzoyl)- 
piperazin-1 -yl-carboxy, 

R 3 represents hydrogen, lower alkyl, carboxy, lower alkoxy-carbonyl. lower alkyl- 
carbamoyl, hydroxy- lower alkyl, di- lower alkyl- aminomethyl, morpholinocarbonyl or 
4-(4-fluoro-benzoyl)-piperidin-1 -yl-carboxy, 

R4 represents hydrogen, lower alkyl, hydroxy, hydroxy-lower alkyl, amino-lower alkyl, 
lower alkylamino-lower alkyl, di-lower alkylamino-lower alkyl, unsubstituted or hydroxy' 
substituted lower alkyleneamino-lower alkyl, lower alkoxy, lower alkanoyloxy, amino- 
lower alkoxy, lower alkylamino-lower alkoxy, di-lower alkylamino-lower alkoxy, 
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phthalimido-lower alkoxy, unsubstituted or hydroxy- or 2-oxo-imidazolidin-1 -yl- 
substituted lower alkyleneamino-lower alkoxy, carboxy, esterified or amidated 
carboxy, carboxy-lower-alkoxy or esterified carboxy-lower-alkoxy, 
X represents an optionally halo-substituted lower alkenylene or alkynylene group 
bonded via vicinal unsaturated carbon atoms or an azo (-N=N-) group, and 
R 5 denotes an aromatic or heteroaromatic group which is unsubstituted or substituted 
1 by one or more substituents selected from lower alkyl, halo, halo-lower alkyl, halo- 
lower alkoxy, lower alkenyl, lower alkynyl, unsubstituted or lower alkyl-, lower alkoxy-, 
halo- and/or trif luoromethyl-substituted phenyl, unsubstituted or lower alkyl-, lower 
alkoxy-, halo- and/or trifluoromethyl-substituted phenyl-lower alkynyl, hydroxy, 
hydroxy-lower alkyl, lower alkanoyloxy-lower alkyl, lower alkoxy, lower alkenyloxy, 
lower alkylenedioxy, lower alkanoyloxy, amino-, lower alkylamino-, lower 
alkanoylamino- or N-lower alkyl-N-lower alkanoylamino-lower alkoxy, unsubstituted or 
lower alkyl- lower alkoxy-, halo- and/or trifluoromethyl-substituted phenoxy, 
unsubstituted or lower alkyl- lower alkoxy-, halo- and/or trifluoromethyl-substituted 
phenyl-lower alkoxy, acyl, carboxy, esterified carboxy, amidated carboxy, cyano, 
carboxy-lower alkylamino, esterified carboxy-lower alkylamino, amidated carboxy- 
lower alkylamino, phosphono-lower alkylamino, esterified phosphono-lower 
alkylamino, nitro, amino, lower alkylamino, di-lower alkylamino, acylamino, N-acyl-N- 
lower alkylamino, phenylamino, phenyl-lower alkylamino, cycloalkyl-lower alkylamino 
or heteroaryl-lower alkylamino each of which may be unsubstituted or lower alkyl- 
lower alkoxy-, halo- and/or trifluoromethyl-substituted, 

in free form or in form of a photoaffinity ligand, a radioactive marker, an N-oxide or a 
pharmaceutical^ acceptable salt, 

for use in the treatment of disorders associated with irregularities of the glutaminergic 
signal transmission, and of nervous system disorders mediated full or in part by 
mGluR5. 

4. The use of a compound according to claim 3, in the treatment of disorders associated 
with irregularities of the glutamatergic signal transmission, and of nervous system 
disorders mediated full or in part by mGluR5. 

5. The use of a compound according to claim 3, for the manufacture of a pharmaceutical 
composition designed for the treatment of disorders associated with irregularities of 
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the glutamatergic signal transmission, and of nervous system disorders mediated full 
or in part by mGluRS. 

6. A compound of formula I 




wherein 

denotes hydrogen, lower alkyl, hydroxy-lower alkyl, lower alkyl-amino, piperidino, 
carboxy, esterified carboxy, amidated carboxy, unsubstituted or lower alkyl-, lower 
alkoxy-, halo- and/or trifluoromethyl-substituted N-lower-alkyl-N-phenylcarbamoyl, 
lower alkoxy, halo-lower alkyl or halo-lower alkoxy, 

R 2 denotes hydrogen, lower alkyl, carboxy, esterified carboxy, amidated carboxy, 
hydroxy-lower alkyl, hydroxy, lower alkoxy or lower alkanoyloxy, 4-(4-fluoro-benzoyl)- 
piperidin-1-yl-carboxy, 4-t.-butyloxycarbonyl-piperazin-1-yl-carboxy, 4-(4-azido-2- 
hydroxybenzoyl)-piperazin-1 -yl-carboxy or 4-(4-azido-2-hydroxy-3-iodo-benzoyl)- 
piperazin-1 -yl-carboxy, 

R 3 represents hydrogen, lower alkyl, carboxy, lower alkoxy-carbonyl, lower alkyl* . 
carbamoyl, hydroxy- lower alkyl, di- lower alkyl- aminomethyl, morpholinocarbonyl or 
4-(4-fluoro-benzoyl)-piperidin-1 -yl-carboxy, 

R 4 represents hydrogen, lower alkyl, hydroxy, hydroxy-lower alkyl, amino-lower alkyl, 
lower alkylamino-lower alkyl, di-lower alkylamino-lower alkyl, unsubstituted or hydroxy- 
substituted lower alkyleneamino-lower alkyl, lower alkoxy, lower alkanoyloxy, amino- 
lower alkoxy, lower alkylamino-lower alkoxy, di-lower alkylamino-lower alkoxy, 
phthalimido-lower alkoxy, unsubstituted or hydroxy- or 2-oxo-imidazolidin-1 -yl- 
substituted lower alkyleneamino-lower alkoxy, carboxy, esterified or amidated 
carboxy, carboxy-lower-alkoxy or esterified carboxy-lower-alkoxy, 
X represents an optionally halo-substituted lower alkenylene or alkynylene group 
bonded via vicinal unsaturated carbon atoms or an azo (-N=N-) group, and 
R 5 denotes an aromatic or heteroaromatic group which is unsubstituted or substituted 
by one or more substituents selected from lower alkyl, halo, halo-low r alkyl, halo- 
lower alkoxy, lower alkenyl, lower alkynyl, unsubstituted or lower alkyl-, lower alkoxy-, 
halo- and/or trifluoromethyl-substituted phenyl, unsubstituted or lower alkyl-, lower 
alkoxy-, halo- and/or trifluoromethyl-substituted phenyl-lower alkynyl, hydroxy, 
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hydroxy-lower alkyl, lower alkanoyloxy-lower alkyl, lower alkoxy, lower alkenyloxy, 
lower alkylenedioxy, lower alkanoyloxy, amino-, lower alkylamino-, lower 
alkanoylamino- or N-lower alkyl-N-lower alkanoylamino-lower alkoxy, unsubstituted or 
lower alkyl- lower alkoxy-, halo- and/or trifluoromethyl-substituted phenoxy, 
unsubstituted or lower alkyl- lower alkoxy-, halo- and/or trifluoromethyl-substituted 
phenyl-lower alkoxy, acyl, carboxy, ester'rfied carboxy, amidated carboxy, cyano, 
carboxy-lower alkylamino, esterified carboxy-lower alkylamino, amidated carboxy- 
lower alkylamino, phosphono-lower alkylamino, esterified phosphono-lower 
alkylamino, nitro, amino, lower alkylamino, di-lower alkylamino, acylamino, N-acyl-N- 
lower alkylamino, phenylamino, phenyl-lower alkylamino, cycloalkyl-lower alkylamino 
or heteroaryl-lower alkylamino each of which may be unsubstituted or lower alkyl- 
lower alkoxy-, halo- and/or trifluoromethyl-substituted, 

in free form or in form of a photoaffinity ligand, a radioactive marker, an N-oxide or a 
pharmaceutical^ acceptable salt, 
provided that, when R 3 is hydrogen, 

a) in compounds of the formula I in which Ft,, R 2 and R 4 are hydrogen, R s is different 
from phenyl, monohalophenyl, 2,4- and 3,4-dichlorophenyl, 3- and 4- 
trifluoromethylphenyl, methylphenyl, 3,4- and 2,5-dimethylphenyl, 4-isopropylphenyl, 
3,5-di-tert.-butylphenyl, methoxyphenyl, 3,4-dimethoxyphenyl, 2,4,5- and 3,4,5- 
trimethoxyphenyl, hydroxyphenyl, 3,5-dihydroxyphenyl, 4-hydroxy-3,5-dimethyl- 
phenyl, 3-hydroxy-4-methoxy- and 4-hydroxy-3-methoxy-phenyl, 4-hydroxy-(3-methyl- 
5-tert.-butyl-, 2- and 4-acetylaminophenyl, 3,5-diisopropyl- and 3,5-di-tert.- 
butyl)phenyl, 4-carboxy- and 4-ethoxycarbonylphenyl, 4-cyanophenyl, 3- 
methoxycarbonylphenyl, 3-carboxy-5-methoxy-phenyl, 2-pyridinyl, 5-chloro-2-pyridinyl 
and 6-methyl-2-pyridinyl when X denotes ethenylene, or R s is different from phenyl, 4- 
methylphenyl, 4-methoxy phenyl, 4-bromophenyl and 2- and 4-chlorophenyl when X 
denotes 1 ,2-propylene attached to R 5 in 2-position, or R 5 is different from phenyl, 2- 
and 4-chlorophenyl and 3-methoxyphenyl when X denotes 1 ,2-propylene attached to 
R 5 in 1 -position, or R 5 is different from 4-methoxyphenyl when X denotes 2,3-but-2- 
enylene or 1 ,2-but-1 -enylene attached to R 5 in 2-position, or R 3 is different from 4- 
methoxyphenyl and 4-isopropyphenyl when X denotes 2,3-pent-2-enylene attached to 
R 5 in 3-position, or R 5 is different from phenyl, 4-methylphenyl, methoxyphenyl and 4- 
hydroxyphenyi when X denotes 3,4-hex-3-enylene; 

b) in compounds of the formula I in which R 1 is methyl and R 2 and R 4 are hydrogen, 
R 5 is different from phenyl, 3-methylphenyl, 2-methoxyphenyl, 2-chlorophenyl, 4- 
cyanophenyl, , 2-pyridinyl and 6-methyl-2-pyridinyl when X denotes ethenylene; 
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c) in compounds of the formula I in which R, and R 2 are hydrogen and ft, is carboxy, 
R 5 is different from phenyl, 3-methylphenyl, 4-methoxyphenyl and 4-bromophenyl 
when X denotes ethenylene; 

d) in compounds of the formula I in which R, and R 2 are hydrogen and R 4 is methyl, 
R 5 is different from phenyl, 3-methoxy-, 4-methoxy- and 3,4-dimethoxyphenyl, 2- 
chloro- and 2,4-dichlorophenyl and 6-methyl-pyrid-2yl when X denotes ethenylene or 
R 5 is different from phenyl when X is 1 ,2-prop-l-enylene attached to R 5 in 2-position; 

e) in compounds of the formula I wherein R, and R 2 are hydrogen and R 4 is 2- 
cimethylaminoethoxycarbonyl or 3-dimethylaminopropyloxycarbonyl, R 5 is different 
from 4-methoxyphenyl when X denotes ethenylene; 

f) in compounds of the formula I in which R, and R 2 are hydrogen and R4 is 2- 
dimethoxyethoxy, R 5 is different from phenyl, 4-methylphenyl and 4- 
methoxycarbonylphenyl when X denotes ethenylene; 

g) R 5 is different from phenyl when R1 and R 2 are hydrogen and R 4 is hydroxy or 
ethoxycarbonyl, or when R^ and R 2 are hydrogen and R 4 is hydroxy, or when R) is 
methyl, R 2 is hydrogen and R 4 is methoxy, or R, is but-1-enyl, R 2 is hydrogen and FU 
is hydrogen, or R1 is hydrogen and R 4 is 2-dimethoxyethoxy, and X is, in each case, 
ethenylene, 

and provided that, when R 3 is hydrogen and X is ethynylene, 

a") R 5 is different from phenyl, 2- and 4-nitrophenyl, 4-aminophenyl, 4-chlorophenyl, 4- 

methylphenyl, 4-methoxyphenyl, 4-ethoxycarbonylphenyl, 5-formyl-2-methoxy-phenyl, 

5-carboxy-2-methyo-phenyl and pyridyl when R,, R 2 and R 4 are hydrogen; 

b') in compounds of the formula I in which R, and R 4 are hydrogen, R 5 is different from 

phenyl, 3-methylphenyl. 6-methylpyridin-2-y! and 2-methoxyphenyl when R1 is methyl, 

R 5 is different form 6-bromopyridin-2-yl when R, is bromo, and R s is different form 6- 

hexyloxypyridin-2-yl when R, denotes hexyloxy; 

c") in compounds of the formula I wherein R, and R 4 are hydrogen, R 5 is different from 
phenyl, 4-aminophenyl and 4-propylphenyl when R 2 is methyl, R 5 is different from 
phenyl, 4-cyanophenyl and 4-pentylphenyl when R 2 is ethyl, R 5 is different form 3- 
cyano-4-ethoxy-phenyland 3-bromo-4-methoxy-phenyl when R 2 is butyl, R 5 is different 
from 4-methoxyphenyl and 4 butyloxyphenyl when R 2 is pentyl, R s is different form 4- 
ter.-butylphenyl, 3-tert.-butyl-4-hydroxy-phenyl, 4-tert.-butyl-3-hydroxy-phenyl,and 4- 
hexyloxyphenyl when R 2 is carboxy, R 5 is different from phenyl when R 2 is 
methoxycarbonyl or methylcarbamoyl, R 4 is different form 3-tert.-butylphenyl, 3-tert.- 
butyl-4-hydroxy-phenyl and 4-(4-methylpentyl)phenyl when R 2 is ethoxycarbonyl, and 
R 5 is different from 4-pentyloxy phenyl when R 2 is 2-methylbutyloxycarbonyl; 
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d') in compounds of the formula I wherein R, and R 2 are hydrogen, R 5 is different from 
phenyl when R 4 is hydroxy, methyl, ethyl, carboxy, methoxycarbonyl or carbamoyl. 

7. A compound according to claim 6, wherein 

X represents an optionally halo-substituted (C^alkenylene or alkynylene group 
bonded via vicinal unsaturated carbon atoms, 
* R, is hydrogen, (d. 4 ) alkyl, (d. 4 )alkoxy, hydroxy(C M )alkyl, cyano, ethynyl, carboxy, 
(d^alkoxycarbonyl, di(C,. 4 )alkylamino, (Ci. 6 )alkylaminocarbonyl, 
trifluoromethylphenylaminocarbonyl, 
R 2 is hydrogen, hydroxy, (C1.4) alkyl, hydroxy (C,^) alkyl, (d^) alkoxy, carboxy, 
(C 2 . s )alkanoyloxy, (d- 4 ) alkoxycarbonyl, di(C,^)alkylamino(Ci^)alkanoyl, 
di(Ci.4)alkylaminomethyl, 4-(4-fluoro-benzoyl)-piperidin-1 -yl-carboxy, 4-t- 
butyloxycarbonyl-piperazin-1-yl-carboxy, 4-(4-azido-2-hydroxybenzoyl)- 
piperazin-1 -yl-carboxy or 4-(4-azido-2-hydroxy-3-iodo-benzoyl)-piperazin-1 -yl- 
carboxy, 

R 3 is hydrogen, (C,-0 alkyl, carboxy, (d- 4 )alkoxycarbonyl, (d- 4 )alkylcarbamoyl, 
hydroxy(C,^)alkyl, di(d- 4 )alkylaminomethyl, morpholinocarbonyl or 4-(4-fluoro- 
benzoyi)-piperidin-1 -yl-carboxy, 

R 4 is hydrogen, hydroxy, (C^)alkoxy, carboxy, (C 2 . 5 )alkanoyloxy, 

(C,. 4 )alkoxycarbonyl, amino(Ci. 4 )alkoxy, d'KCi^alkylamino^v^alkoxy, 
di(C,^)alkylamlno(C^)alkyl, carboxy (C,. 4 )alkylcarbonyl, (C,. 4 )alkoxycarbonyl- 
(C,. 4 )alkoxy, hydroxy(C^)alkyl, di(C,, 4 )alkylamino(C^)alkoxy, m-hydroxy-p- 
azidophenylcarbonylamino(Ci- 4 )alkoxy, and 




wher in 

R a and R b independently are hydrogen, hydroxy, halogen, nitro, cyano, carboxy, 
(C^)alkyl, (C,. 4 )alkoxy, hydroxy(C,. 4 )alkyl, (C^)alkoxycarbonyl, (C 2 . 7 )alkanoyl, 
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(C 2 . s )alkanoyloxy, (C 2 . 5 )alkanoyloxy(C^)alkyl, trifluoromethyl, trifluoromethoxy, 
trimethylsilylethynyl, (C 2 . 5 )alkynyl, amino, azido, amino (C^alkoxy, 
(C«)alkanoylamino(CM)alkoxy, (C^)alkylamino(C^)alkoxy, di(C n ^)alkyl- 
aminofC^alkoxy, (Cv^alkylamino, di(C^)alkylamino, monohalobenzylamino. 
thienylmethylamino.thienylcarbonylamino.trifluoromethylphenylaminocarbonyl, 

tetrazolyl, (C 2 . s )alkanoylamino, benzylcarbonylamino, (C,. 4 )alkylamino- 
carbonylamino, (Cv^alkoxycarbonyl-aminocarbonylamino or (C,.4)alkylsulfonyl. 
R c is hydrogen, fluorine, chlorine, bromine, hydroxy, (C,.4)alkyl, 
(C 2 . 5 )alkanoyloxy, (d.4)aikoxy or cyano, and 
R d is hydrogen, halogen or (d^alkyl. 

8. A compound according to claim 6, wherein 

r, is hydrogen, (Cm) alkyl. (C^alkoxy, cyano, ethynyl or dKC^alkylamino. 
R 2 is hydrogen, hydroxy, carboxy, (Cm) alkoxycarbonyl, dKC^alkylaminomethyl, 
4-(4-f luoro-benzoyl)-piperidin-1 -yl-carboxy ,' 4-t.-butyloxycarbonyl-piperazin-1 -yl- 
carboxy, 4-(4-azido-2-hydroxybenzoyl)-piperazin-1 -yl-carboxy or 4-(4-azido-2- 
hydroxy-3-iodo-benzoyl)-piperazin-1-yl-carboxy, 



R 4 is hydrogen, hydroxy, carboxy, (C 2 . 5 )alkanoyioxy, (Cv4)alkoxycarbonyl, 
(Cv^alkoxy, di(CM)alkylamino(CM)alkoxy, di(C 1 .4)alkylamino(C 1 . 4 )alkyl 



R a and R b independently are hydrogen, halogen, nitro, cyano, 
(C^alkyl, (d.^alkoxy, trifluoromethyl, trifluoromethoxy or (C 2 . s )aikynyl, 
Rcand R d are as defined in claim 7. 

9. A compound according to claim 6, selected from 



is as defined in claim 7, 



hydroxy(C,.4)alkyl, and 
is a group of formula 




wherein 



3-[2-(6-Methylpyridin-2-yl)-vinyl]-benzonitrile 
2-[2-(6-Methyl-pyridin-2-yl)-vinyl]-benzonitrile 
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2-Methyl-6-[2-(pyridin-4-yl)-vinyl]-pyridine 
2-Methyl-6-[2-(pyridin-3-yl)-vinyl]-pyridine 

2- [2-(3-Bromophenyl)ethynyl]-6-methyl-pyridine 

3- [2-(6-Methylpyridin-2-yl)ethynyl]-benzonitrile 
2-Styryl-pyridin-3-ol 

2-Methyl-6-[2-(3-nitro-phenyl)-vinyl]-pyridine 

Acetic acid 6-[2-(2-chloro-phenyl)-vinyl]-pyridin-3-yl ester 

6-[2-(2-Chloro-phenyl)-vinyl]-pyridin-3-ol 

Acetic acid 2-[2-(2-chloro-phenyl)-vinyl]-pyridin-3-yl ester 

2-[2-(2-Ch!oro-phenyl)-vinyl]-pyridin-3-ol 

6-Methyl-2-styryl-pyridin-3-ol 

Acetic acid 2-[2-(2-chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yl ester 
2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-ol 
(Z)-6-Methyl-2-styryl-pyridin-3-ol 
2-[2-(2-Nitro-phenyI)-vinyi]-pyridine 

Acetic acid 2-[2-(4-chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yl ester 

Acetic acid 6-[2-(4-chioro-phenyl)-vinyl]-2-methyl-pyridin-3-yl ester 

2-[2-(4-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-ol 

6-[2-(4-Chioro-phenyl)-vinyl]-2-methyl-pyridin-3-ol 

Acetic acid 6-methyl-2-[2-(2-nitro-phenyl)-vinyl]-pyridin-3-yl ester 

6-Methyl-2-[2-(2-nitro-phenyl)-vinyI]-pyridin-3-ol 

Acetic acid 2-methyi-6-[2-(2-nitro-phenyi)-vinyl]-pyridin-3-yl ester 

2-Methyl-6-[2-(2-nitro-phenyl)-vinyi]-pyridin-3-ol 

Acetic acid 2-[2-(3-chloro-phenyl)-vinyl]-6-methyi-pyridin-3-yi ester 

Acetic acid 6-[2-(3-chloro-phenyl)-vinyl]-2-methyl-pyridin-3-yi ester 

2-[2-(3-Ch!oro-phenyl)-vinyl]-6-methyl-pyridin-3-ol 

6-[2-(3-Chloro-phenyl)-vinyl]-2-methyi-pyridin-3-ol 

(Z)-(6-Styiyl-pyridin-2-yl)-methanol 

(E)-(6-Styryl-pyridin-2-yl)-methanol 

Dimethyl-[3-(6-methyl-2-styryl-pyridin-3-yloxy)-propyl]-amine; 
2-Methyl-6-styryl-pyridine 1 -oxide 

2-StyryI-pyridine 1 -oxide 

(E)-6-Methyl-2-(2-pyridin-2-yl-vinyl)-pyridin-3-ol 

(Z)-6-Methyl-2-(2-pyridin-2-yl-vinyl)-pyridin-3-o!; 

6-Styryl-pyridine-2-carbonitriie 

2-[2-(2,6-Dichloro-phenyi)-vinyl]-6-methyi-pyridine 
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3-Methoxy-6-methyl-2-styryl-pyridine 

6-Styryl-pyridine-2-carboxylic acid amide 

2-[2-(6-Methyi-pyridin-2-yl)-vinyl]-benzonitri!e 

6-Styryl-pyridine-2-carboxylic acid; 

6-Styryl-pyridine-2-carboxylic acid methyl ester 

Acetic acid 2-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 

2-[2-(6-Methyl-pyridin-2-yl)-vinyl]-pher.ol 

Acetic acid 2-methoxy-4-[2-(6-methyl-pyridin-2-yl)-vinyI]-phenyl ester 
2-[2-(3-Chloro-phenyl)-vinyl]-6-methyl-pyridine 
2-t2-(4-Ch!oro-phenyl)-vinyl]-6-methyl-pyridine 
2-[2-(2-Chloro-phenyl)-vinyl]-5-ethyl-pyridine 

1- (6-Styryl-pyridin-2-yl)-ethanone 1 
6-[2-(2-Chlor6-phenyl)-vinyl]-2-methyl-nicotinic acid ethyl ester 

2- [2-(2-Chloro-phenyl)-vinyl]-6-methyl-nicotinic acid ethyl ester 

2- [2-(6-Methyl-pyridin-2-yl)-vinyl]-benzoic acid; 

3- [2-(6-Methyl-pyridin-2-yl)-vinyl]-benzoic acid 

4- [2-(6-Methyl-pyridin-2-yl)-vinyl]-benzoicacid 

3- [2-(6-MethyI-pyridin-2-yl)-vinyl]-benzoic acid methyl ester 

4- [2-(6-Methyl-pyridin-2-yl)-vinyl]-benzoic acid methyl ester 
2-Methoxy-4-[2-(6-methyl-pyridin-2-yl)-vinyi]-phenol 
{3-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-methanol; 
6-Styryl-pyridine-2-carboxylic acid .tert.-butylamide 
2-(2-Bromo-2-phenyi-viny!)-6-methy!-pyridine; 
6-Styryl-pyridine-2-carboxylic acid hexylamide; 
6-[2-(2-Chloro : phenyl)-vinyl]-2-methyl-nicotinic acid 
2-[2-(2-ChIoro-phenyl)-vinyl]-6-methyl-nicotinic acid 
2-[2-(3 t 5-Dichloro-phenyl)-vinyl]-6-methyl-pyridine 

2- Methyl-6-[2-(3-trifluoromethyl-phenyl)-vinyl]-pyridine 
(E)-6-[2-(4-Pyridyl)vinyl]-2-picoline 
N f N-Diethyl-3 : [2-(6-methyl-pyridin-2-y!)-vinyl]-benzamide; 
N,N-Diethyl-4-[2-(6-methyl-pyridin-2-yl)-vinyl]-benzamide; 
(E)-6-[2-(3-pyridyl)vinyl]-2-Picoline 

{2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-acetic acid ethyl ester 

3- [2-(6-Methyl-pyridin-2-yl)-vinyl]-.N.-(3-trifluoromethyl-phenyl)-benzamide; 

4- [2-(6-Methyl-pyridin-2-yl)-vinyl]-.N.-(3-trifluoromethyl-phenyl)-benzamide 
2-[2-(3-Nitro-phenyl)-vinyl]-pyridine 
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6-Styryl-pyridine-2-carboxyiic acid (3-trifluoromethyl-phenyl)-amide 

2-(6-Styryl-pyridin-2-yl)-propan-2-ol 

2-Methyl-6-(2-thiophen-2-yl-vinyl)-pyridine 

2-[2-(3-Cyano-phenyl)-vinyi]-pyridine 

2-[2-(3-Bromo-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(3-Bromo-phenyl)-2-fluoro-vinyl]-6-methyt-pyridine 

2-[2-(3,5-Dimethylphenyl)-2-fluoro-vinyl]-6-methyl-pyridine 

2-[2-(2,3-Dimethoxy-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-{2 i 3-Dichloro-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(3-Chloro-phenyl)-1-methyl-vinyl]-pyridine 

{2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yl}-methanol 

2-Methyi-6-[2-(3-trimethylsilanylethynyl-phenyl)-vjnyl]-pyridine 

2-[2-(3 f 4-Difluoro-phenyl)-vinyi]-6-methyl-pyridine 

2-[2-(3-Ethynyl-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(3,5-Difluoro-phenyl)-vinyl]-6-methy!-pyridine 

2-[2-(3-Fluoro-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(3-Methoxy-phenyl)-vinyl]-6-methyl-pyridine 

2-Methyl-6-[2-(3-phenoxy-phenyl)-vinyl]-pyridine 

2-[2-(3-Benzyloxy-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(2 t 5-Difluoro-phenyi)-vinyl]-6-methyi-pyridine 

{2-[2-(2-Chioro-phenyl)-viny!]-6-methyl-pyridin-3-yloxy}-aceticacid 

(3^2-[2-(3-Chloro-pheny^ 

{6-[2-(2-Chloro-phenyI)-vinyll-2-methyl-pyridin-3-yl}-methaROl 

2-(3-Bromo-phenylethynyl)-6-methy!-pyridine 

2-Methyl-6-{2-[3-(3-trifluoromethyl-phenoxy)-phenyG-vinyl}-pyridine 

2-t2-(3,5-Dimethoxy-phenyl)-vinyl]-6-methyl-pyridine 

2-[2-(3-Chioro-phenyl)-vinyl]-3-methoxy-6-methyl-pyridine 

Acetic acid 4-bromo-2-[2-(6-methyi-pyridin-2-yl)-vinyl]-phenyl ester 

Acetic acid 3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 

2-[2-(3,4-Dichloro-phenyi)-vinyl]-6-methyl-pyridine 

4-Bromo-2-[2-(6-methyl'-pyridin-2-yl)-vinyl]-phenoi 

Acetic acid 2-[2-(3 l 5-dichloro-phenyl)-vinyl]-6-methyl-pyridin-3-yl ester 

Acetic acid 6-[2-(3,5-dichloro-phenyl)-vinyi]-2-methyi-pyridin-3-yl ester 

Acetic acid 2-t2-(3 t 5-d!chloro-phenyl)-vinyl]-pyridin-3-yl ester 

2-Methyl-6-(2-naphthalen-1-yl-vinyl)-pyridine 

2-[2-(2,3-Dihydro-benzo[1,4]dioxin-6-yl)-vinyi]-6-methyl-pyridine 
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2-Methyl-6-(2-naphtha!en-2-yl-vinyl)-pyridine 

2-{2-[3-(3,5-Dichloro-phenoxy)-phenyl]-vinyl}-6-methyl-pyridine 

2-[2-(3-Chloro-phenyl)-propenyl]-6-methyl-pyridine 

2-[2-(2,3-Dihydro-benzofuran-5-yl)-vinyl]-6-methyl-pyridine 

2-[2-(4-Fluoro-phenyl)-vinyl]-6-methyl-pyridine 

2-Methyl-6-(2-o-tolyl-vinyl)-pyridine 

2-Methyl-6-(2-p-tolyl-vinyl)-pyridine 

2- Methyl-6-(2-p-tolyI-propenyl)-pyridine 

3- [2-(6-Methyl-pyridin-2-yl)-vinyI]-phenylamine 
(2,3-Dimethoxy-7-nitro-quinox^^ 

amine 

N-{3-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-acetamide 
N-{3-t2-(6-Me'thyl-pyridin-2-yl)-vinyl]-phenyi}-2-phenyl-acetamide 
2,2-Dimethyl-N-{3-[2-(6-methyl-pyridin-2-yl)-vinylJ-phenyl}-propionamide 
Thiophene-2-carboxylic acid {3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amide 
Cyclohexanecarboxylicacid{3-t2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amide 

1- (4-Bromo-phenyl)-3-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-urea 

2- Methyl-6-[2-(4-nitro-phenyl)-vinyl]-pyridine 

4- [2-(6-Methyl-pyridin-2-yl)-vinyl]-phenylamine 
2-[2-(3,5-Dichloro-phenyl)-vinyl]-6-methyl-pyridin-3-ol 
6-[2-(3,5-Dichloro-phenyl)-vinyl]-2-methyl-pyridin-3-ol 
2-[2-(3,5-Dichloro-phenyl)-vinyl]-pyridin-3-ol 
2-[2-(6-Chloro-benzot1,3]dioxol-5-yl)-vinyl]-6-methyl-pyridine 
2-[2-(2,3-Difluoro-phenyl)-vinyl]-6-methyl-pyridine 
2-[2-(3,4-Dichloro-phenyl)-propenyl]-6-methyl-pyridine 
2-[2-(3,5-Bis-trifluoromethyl-phenyl)-vinyl]-6-methyl-pyridine 
Acetic acid 2-methoxy-6-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 
2-Methoxy-6-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenol 
2-Methyl-6-[2-(2,3,6-trifluoro-phenyl)-vinyll-pyridine 
2-[2-(4-Fluoro-3-trifluoromethyl-phenyl)-vinyl]-6-methyl-pyridine 

2- Methyl-6-(2,3,6-trifluoro-phenylethynyl)-pyridine 

Acetic acid 4-chloro-2-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 
Acetic acid 2,6-di-.tert.-butyl-4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 

3- (6-Methyl-pyridin-2-ylethynyl)-benzamide 

Acetic acid 4-bromo-2-methoxy-6-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl ester 
2-(6-Chloro-benzo[1,3]dioxol-5-ylethynyl)-6-methyl-pyridine 
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2-[2-(3 t 5-Dichloro-phenyl)-vinyl]-3-methoxy-6-methyl-pyridine 

2-[2-(3,5-Dichloro-phenyl)-vinyl]-3-methoxy-pyriciine 

5-A2ido-2-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenoI 

2-[2-(Pyridin-3-yl)ethynyl]-6-methyl-pyridine 

N-{3-[2-(6-Methyl-pyridin-2-yl)-vinyI]-phenyl}-succinamicacid 

1- tert.-Butyl-3-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-urea 

5- ({3-[2-(6-Methyl-pyridin-2^ 
2,3-dione 

Tetrahydro-furan-2-carboxylic acid {3-[2-(6-methyl-pyridin-2-yl)-vinyi]-phenyi}-amide 

(1 ^3-[2-(6-Methyl-pyridin-2-y^^ acid tert.- 

butyi ester 

({3-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenylcarbamoyl}-methyl)-c^rbamic acid tert.-butyl ester 
Diethyl-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amine 
Ethyl-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amine 
Ethyl-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amine 

2- (2-Ethoxy-3 f 6-difluoro-phenylethynyl)-6-methyl-pyridine 
2-(3,5-Difluoro-phenylethynyl)-6-methyl-pyridine 
2-(3-Fluoro-phenylethynyl)-6-methyl-pyridine 
2-[2-(3,5-Dimethyl-phenyl)-vinyl]-6-methyl-pyridine 
2-[2-(3,4-Dimethoxy-phenyl)-vinyl]-6-methyl-pyridine 
2-(3 f 4-Dichloro-phenylethynyl)-6rmethyl-pyridine 
2-(4-Ethoxy-3-trifluoromethyl-phenylethynyl)-6-methyl-pyridine 
2-(4-Fluoro-phenylethynyl)-6-methyl-pyridine 
2-Methyi-6-o-toiylethynyl-pyridine 
2-(3,4-Difluoro-phenylethynyl)-6-methyl-pyridine 
2-Methyl-6-[2-(2,3,5-trichloro-phenyl)-vinyl]-pyridine 

1- [3-(6-Methyi-pyridin-2-ylethynyl)-phenyl]-ethanone 

2- Methyl-6-(3-trifluoromethyl-phenyIethynyl)-pyridine 
2-Methy!-6-(3-nitro-phenylethynyl)-pyridine 

6- [2-(3,5-Dich!oro-phenyl)-vinyl]-3-methoxy-2-methyl-pyridine 
{2-[2-(2-Chloro^henyl)-vinyl]-6-m^ 
(3-{2-[2-(3,5-Dichloro-phenyl)-viny^ 
N-{4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-succinamicacid 
N-{4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-2-phenyl-acetamide 

({4-[2-(6-Methyl-pyridin-2-yl)-viny!]-phenylcarbamoyi}-methyl)-carbamic acid .tert.-butyl ester 
1-(tert.-Butyl-3-{4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyi}-urea 
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{3-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenylHhiophen-2-ylmethyl-amine hydrochloride 

Cyclohexylmethyl-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amine hydrochloride ss 

{4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-thiophen-2-ylmethyl-amine 

Cyclohexylmethyl-{4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-amine 

2-Amino-N-{3-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-3-phenyl-propionamide 

2-Amino-N-{3-t2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-acetamide 

2-Amino-N-{4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenyl}-acetamide 

1- [1-({2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-acetyl)-piperidin-4-yl]- 

imidazolidin-2-one 

(1 -{4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenylamino}-ethyl)-phosphonic acid dimethyl 

2- (3-Ethoxy-4-fluoro-phenylethynyl)-6-methyl-pyridine 
2-(3-Chloro-phenylethynyl)-6-methyl-pyridine ' 
1 -(3-Pyridin-2-ylethynyl-phenyl)-ethanone 
4-Chloro-2-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenol 
4-Bromo-2-methoxy-6-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenol 
2-(2,5-Difluoro-phenylethynyl)-6-methyl : pyridine 
2-(3,5-Dimethyl-phenylethynyl)-6-methyl-pyridine 

2- [2-(3,5-Dibromo-phenyl)-vinyl]-6-methyl-pyridine 

3- (6-Methyl-pyridin-2-ylethynyl)-ber.zonitrile 

2- Methyl-6-[2-(pyrimidin-5-yl)-ethynyl]-pyridine 

(2-{2-[2-(3-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-ethyl)-dimethyl-arnine 
Acetic acid i-{4-t2-(6-methyl-pyridin-2-yl)-vinylj-phenylhethyl ester 

3- [2-(6-Methyl-pyridin-2-yl)-vinyl]-phenol 
3-(6-Methyl-pyridin-2-ylethynyl)-phenylamine 
.N.-[3-(6-Methyl-pyridin-2-ylethynyl)-phenyl]-2-phenyl-acetamide 
Thiophene-2-carboxylicacid[3-(6-methyl-pyridin-2-ylethynyl)-phenyl]-amide 

2- Methyl-6-thiophen-2-ylethynyl-pyridine 

3- (6-Methyl-pyridin-2-ylethynyl)-benzoic acid ethyl ester 
2-(3,5-Dibromo-phenylethynyl)-6-methyl-pyridine 
{2-[2-(2-Chloro-phenyl)-vinyl]-6-methyl-pyridin-3-ylmethyl}-dimethyl-amine 
(3-{6-[2-(3-Chloro-phenyl)-vinyl]-2-methyl-pyridin-3-yloxy}-propyl)-dimethyl- 
5-Azido-4-iodo-2-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenol 
2,6-Di-tert.-butyl-4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenol 
1^4.[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-ethanol 
2-Methyl-6-[2-(pyrimidin-2-yl)-ethynyl]-pyridine 
[3-(6-Methyl-pyridin-2-ylethynyl)-phenyl]-phenyl-methanone 
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6-(6-Methyl-pyridin-2-ylethynyl)-3,4-dihydro-1H-quinolin-2-one 

2- (3-{2-[2-(3-Chloro-phenyO 

3- Methoxy-6-methyl-2-.m.-tolylethynyl-pyridine 

Acetic acid 2-[2-(6-methyl-pyridin-2-yl)-vinyl]-4-nitro-phenyl ester 

6-(6-Methyl-pyridin-2-ylethynyl)-indan-1-one 

2-Methyl-6-[2-(pyrazin-2-yl)-ethynyl]-pyridine 

N-Methyl-.N.-(3-{4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenoxyh 

2-{2-(3,5-Bis-trifluoromethy!-phenyl)-1-ethoxy-vinyl]-6-methyl-pyridine 

Acetic acid 2-phenylethynyl-pyridin-3-yl ester 

Acetic acid 6-methyl-2-m-tolylethynyl-pyridin-3-yl ester 

Acetic acid 4-[2-(6-methyl-pyridin-2-yl)-vinyl]-2-nitro-phenyl ester 

2-[2-(6-Methyl-pyridin-2-yl)-vinyl]-4-nitro-phenoi 

Dimethyl-[3-(2-phenylethynyl-pyridin-3-yloxy)-propyl]-amine 

Dimethyl-(3-{4-[2-(6-methyl-pyridin-2-yl)-vinyl]-phenoxy}-propyl)-amine 

1- {4-[2-(6-Methyl-pyridin-2-yl)-vinyl]-phenyl}-ethanone 

2- (3-Fluoro-phenylethynyl)-quinoline 

Acetic acid 2-methyl-6-styryl-pyridin-3-yl ester 

4- [2-(6-Methyl-pyridin-2-yl)-vinyl]-2-nitro-phenol 

3- Ethoxy-4-[2-(6-methyl-pyridin-2-yl)-vinyl]-2-nitro-phenol 

4- (6-Methyl-pyridin-2-ylethynyl)-2-nitro-phenol 

Acetic acid 2-[2-(6-methyi-pyridin-2-yl)-vinyl]-6-nitro-phenyl ester 
Dimethyl-[3-(6-methyl-2-pheny!ethynyl-pyridin-3-yloxy)-propyl]-amine 
2-Azido-4-[2-(6-methyl-pyridin-2-yl)-vinyi]-phenol 
Dimethyl-[3-(6"methyl-2-.m.-tolylethynyl-pyridin-3-yloxy)-propyl]-amine 

2- (3-Methanesuifonyl-phenylethynyl)-6-methyl-pyridine 

3- {2-[2-(3-Chloro-phenyl)-vinyl]-6-methyi-pyridin-3-yloxy}-propylamine 

4- Azido-N-(3-{2-[2-(3-chloro-phenyl)-vinyl]-6-methyl-pyridin-3-yioxy}-propyl)-^ 

benzamide 

3-[3-(3-Dimethylamino-propoxy)-6-methyl-pyridin-2-ylethynyl]-benzonitril^ 

5- (6-Methyl-pyridin-2-yiethynyl)-indan-1-cne 
2-Methyl-6-(2,3,5-trichloro-phenylethynyl)-pyridine 
2-[2-(6-methyl-pyridin-3-yl)ethynyl]-6-methyl-pyridine 
Dimethyl-{3-[6-methyl-2-(3-trifluoromethyi-phenylethynyl)-pyridin-3-y^ 
2-[2-(6-methyi-pyridin-3-yl)ethyny!]-3-methoxy 6-methyl-pyridine hydrochloride salt 

2- Methyl-6-(5,6,7,8-tetrahydro-naphthalen-2-ylethynyl)-pyridine 

3- [2-(3-Chloro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propylamine 
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(3^4-Bromo-2-methoxy-6-[2-(6-methyl-pyridin-2-yi)-vinyl]-phenoxy}^ 
[6-(3-Fluoro-phenylethynyl)-pyridin-2-yl]-dimethyl-amine 
^-(a-Fluoro-phenylethynyO-a.A.S.e-tetrahydro^H-tl^lbipyridinyl 
{3-[2-(3-Chloro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propyl}-dimethyl^ 

4- Azido^N-{3-[2-(3-chioro-pheny!ethynyl)-6-methyl-pyridin-3-yloxy]-propyl}^ 

benzamide 

1-[3-(6-Methyl-pyridi^^ acid eth V' ester 

1- [3-(6-Methyl-2-phenylethynyl-pyridin-3-yloxy)-propyl]-piperidin-3-ol 

2- Ethynyl-6-(3-fluoro-phenylethynyl)-pyridine 

3- Methyl-6-(6-methyl-pyridin-2-ylethynyl)-3H-benzooxazol-2-one 

1 -[3-(6-Methyl-pyridin-2-ylethynyl)-phenyi]-1 H-[1 ,2,4]triazole-3-carboxylic acid 
1-[3-(6-Methyl-pyridin-2-ylethynyl)-phenyl]-1H-[1,2,4]triazo^ acid dimethylamide 

1- [3-(6-Methyl-2-phenylethyny!-pyridin-3-yloxy)-propyl]-piperidin-4-oI 

5- (6-Methyl-pyridin-2-ylethynyl)-2-nitro-phenol 
5-[2-Bromo-2-(6-methyl-pyridin-2-yl)-vinyl]-2-nitro-phenol 
5-[2-(6-Methyl-pyridin-2-yl)-E-vinyl]-2-nitro-phenol 

5- [2-(6-Methyl-pyridin-2-yl)-Z-vinyl]-2-nitro-phenol 

4- Azido-2-hydroxy-N-[3-(6-methyl-pyridin-2-ylethynyl)-phenyl]-benzamide 

5- (3-Dimethylamino-propoxy)-6-phenylethynyl-pyridine-2-carboxylic acid ethyl ester 

6- Methyl-2-styryl-pyrimidin-4-ol 

2- Ethyi-6-(3-fluoro-phenylethynyl)-pyridine 
2-(3 f 5-Dichloro-phenylethynyl)-6-methyl-pyridine 
2-Methyl-6-(3-trifluoromethoxy-phenylethynyl)-pyridine 
2-Methyl-6-(3-[1 ,2,4]triazol-1 -yl-phenylethynyl)-pyridine 
4-(6-Methyl-pyridin-2-ylethynyl)-phthaionitrile 

2- MethyI-6-{2-[3-(lH-tetrazol-5-yl)-phenyl]-vinyl}-pyridine; compound with formic acid 

3- [2-(3,5-Dichloro-phenylethynyl)-6-m8thyl-pyridin-3-yloxy]-propylamine 
{3-[2-(3,5-Dichioro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propyl}-dimethyl-amine 

2-(3,5-Dimethyl-phenylethynyi)-3-methoxy-6-methyUpyridine 
2-[2-(3-Fluoro : phenyl)-vinyl]-6-methyl-pyridin-3-ol 

6- (3-Fluoro-phenylethynyl)-2-methyl-nicotinic acid ethy! ester 
2-Azido-5-(6-methy!-pyridin-2-ylethynyl)-phenoi 

6-(3,4-Dimethoxy-phenylethynyi)-5-(3-dimethylamino-propoxy)-pyridine-2-carboxylicacid 
ethyl ester 

2-(4-Methoxy-3-trifluoromethyl-phenylethynyl)-6-methyl-pyridine 
2-(3-Fluoro-pheny!ethynyl)-6-methoxy-pyridine 
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2-(3-Fluoro-phenylethynyl)-5-methyl-pyridine 

6-(3,5-Dichloro-phenylethynyl)-5-(3-dimethylam ethyl 
ester 

5- (3-Dimethylamino-propoxy)-6-(3,5-dimetty^ ethyl 
ester 

6- (3-Fluoro-phenylethynyl)-2-methyl-nicotinicacid 
[6-(3-Fluoro-phenylethynyl)-2-methyl-pyridin-3-yl]-methanol 
[4-(4-Fluoro-benzoyl)-piperidin-1-ylH6-^ 
methanone 

2-(3-Fluoro-phenyiethynyl)-6-methyl-nicotinic acid ethyl ester 
2-(3-Fluoro-phenylethynyl)-4 1 6-dimethyl-pyridine 

6-(3-Fluoro-phenylethynyl)-.N.-(5-methoxy-indan-2-ylmethyl)-2-methyl-nicotinam 
{[6-(3-Fluoro-phenylethynyl)-2-methyl-pyridine-3-carbonyl]-amino}-phenyl-acetic acid methyl 

ester 

2-Methyl-6-(5-methyl-thiophen-2-ylethynyl)-pyridine 

2- Methyl-6-(2,3 t 5-trimethyl-phenylethynyl)-pyridine 

3- {2-[2-(3-Fluoro-phenyl)-vinyl]-6-methy!-pyridin-3-yioxy}-propan-1-ol 
[6-(3-Fluoro-phenylethynyl)-2-methyl-pyridin-3-ylmethyl]-dimethyl-amine 
2,2-Dimethyl-propionic acid 3-[2-(3-fluoro-phenylethynyl)-6-methyl-pyridin-3-yloxyJ-propyl 
ester 

2«Azido-4-iodo-5-(6-methyl-pyridin-2-ylethynyl)-phenol 
e-Azido^^-diiodo-S^e-methyl-pyridin^-ylethynylJ-phenol 

4- Azido-2-hydroxy-5-iodo-.N.-[3"(6-methyl-pyridin-2-ylethynyl)-phenyl]-benzamide 
Acetic acid 3-acetoxymethyl-5-(6-methyl-pyridin-2-ylethynyl)-benzyl ester 
(BenzyK[2-(3-fluoro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-acetyl}-amino)-acetic acid ethyl 

ester 

2- [2-(3-Fluoro-phenyl)-vinyl]-6-methyl-isonicotinic acid ethyl ester 

3- [2-(3-Fluoro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propan-1-ol 
[3-Hydroxymethyl-5-(6-methyl-pyridin-2-ylethynyl)-phenyl]-methanol 
(3^2-[2-(3 f 5-Dimethyl-phenyl)-vinyl]-6-m^ 
[4-(4-Fluoro-benzoyl)-piperidi^ 

methanone 

2-I2-(3-Fluoro-phenyl)-vinyl]-6-methyl-isonicotinic acid 

{6-[2-(2-Chloro-phenyl)-vinyl]-2-methy^^^ 

methanone 

2-(3-Ethynyl-phenylethynyl)-6-methyl-pyridine 
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(3-{2-[2-(2,6-Dichloro-phenyl)-vi^ 

(3-{2-[2-(2,3-Dichloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)-dtmeth 

4-[6-(3-Fluoro-phenylethynyl)-2-methyl-py^ 

tert -butyl ester , 

[6-(3-Fluoro-phenylethynyl)-2-methyl-pyridin-3-yl]-pipera2in-1-yl-methan 
[4-(4-Azido-2-hydroxy-benzoyl)-pipera2in-1-yl]-[6-(3-fluoro-pheny!ethynyl)-2-m 

yl]-methanone 

(3-{2-[2-(2ADichioro-phenyi)-viny^ 

2-(3-Fluoro-phenylethynyl)-6-methyl-isonicotinic acid ethyl ester 
2-(3-Fluoro-phenylethynyl)-6-methyl-isonicotinic acid .tert.-butyl ester 

2- (3-Fluoro-phenylethynyl)-6-methyl-isonicotinicacid 
[2-(3-Fluoro-phenylethynyl)-6-methyl-pyridin-4-yl]-methanol ( 
[4-(4-Fluoro-benzoyi)-piperidin-1-y^^^ 

methanone 

3- Allyloxy-2-[2-(3,5-dichloro-phenyl)-vinyl]-6-methyl-pyridine 
[2-(3-Fluoro-phenylethynyl)-6-methyl-pyridin-4-yl]-morpholin-4-yl-meth 
Acetic acid 3-(6-methyl-pyridin-2-ylethynyl)-benzyl ester 
[2-(3-Fluoro-phenylethynyi)-6-methyl-pyrM 
(3^2-[2-(3,5-Dichloro-phenyl)-propeny^ 
2-(3-Fluoro-phenylethynyl)-3-methoxy-6-methyl-pyridine 
(3-{242-(3,5-Dichloro-phenyl)-vinyl]-pyridin-3-yloxy}-propyl)-dimethyl-amine 
(4-Azido-2-hydrcxy-5-iodo-phenyl)-{4-[6-(3-f!uoro-phenylethynyl)-2-methy!-pyri 
carbonyl]-piperazin-1-y!}-methanone 

4- Azido-N43-[2-(3-chloro-phenylethynyl)-6-methyl-pyridin-3-yloxy]-propyl}-2 
benzamide 

4-(2-Pyridin-2-yl-vinyl)-benzoic acid ethyl ester 

(3-{2-[2-(4-Chloro-phenyi)-vinyi]-6-methyl-pyridin-3-yloxy}-propyl)-dimethyl-amine 
[3-(6-Methy!-pyridin-2-ylethynyl)-phenyl]-methano! 
6-(3-Fluoro-phenylethynyl)-nicotinic acid tert.-butyl ester 

(3-{2-[2-(3,4-Dichloro-phenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)-dimethyl-am 
2-(1 -Bromo-2-phenyi-vinyl)-4-methyl-pyrimidine 
6-(3-Fluoro-phenylethynyl)-nicotinicacid 

[4-(4-Fluoro-benzoyl)-piperidin-1-yi]-[6-(3-fiuoro-phenylethynyl)-pyridin-3-yl]- 
2-(2-.tert.-Butoxy-3,6-difluoro-phenylethynyl)-6-methyl-pyridine 
2-Methyl-6-[2-(2,4 t 5-trifiuoro-phenyl)-vinyl]-pyridine 
2-Methyl-6-[2-(2,3 l 4-trifluoro-phenyl)-vinyl]-pyridine 
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3-(6-Methyl-pyridin-2-ylethynyl)-phenol 
2-Methyl-6-[2-(3,4,S-trifluoro-phenyl)-vinyl]-pyridine 
2-(3-Methoxy-phenylethynyl)-6-methyl-pyridine 
2-Methyl-6-(2,3,4-trif luoro-phenylethynyl)-pyridine 
and pharmaceutical^ acceptable salts thereof. 

10. (3-{2-[2-trans-(3,5-dichlorophenyl)-vinyl]-6-methyl-pyridin-3-yloxy}-propyl)- 
dimethylamine in free form or in form of a pharmaceutical^ acceptable salt. 

. , Mr 

11. A pharmaceutical composition comprising as pharmaceutical active ingredient, 
together with customary pharmaceutical excipients, a compound according to any of 
claims 6 to 1 0, in free form or in form of a pharmaceutical^ acceptable salt. 

1 2. A method of treating disorders mediated full or in part by mGluRI or mGluR5, which 
method comprises administering to a warm-blooded organism in need of such 
treatment a therapeutically effective amount of an 2-arylalkenyl- , 2-heteroarylalkenyl-, 
2-arylalkynyl-, 2-heteroaryIalkynyl-, 2-arylazo- and 2-heteroarylazo- pyridine or a 
pharmaceutical^ acceptable salt thereof. 
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